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2-^lyiy/)^:t^>'-5- i2-y'u^T±'f'/\^) -N- [3, 5 — (h 
y :7/V:^np?^/V) :7a:c=i/V] ^i^XT^ K (2 8 Omg, 0. 5mmol). 2 
-T5: 7 t°U (5 1. 8mg, 0. 5 5mmo 1 ). h ]) ^ (5 

Omg, 0. 6mmo 1 ^i?^/— /V ( 1 OmL) c^^li-^ii^^ 2 ^W;!JOfKijS^)fC b 

^=^^;U=l : 2) T-^MbT^S>fb'^i^(??e'fe@{2^ (130. 3mg. 46. 
9%) ^#fCc i^V^-ei(0@|2|s: (1 0 Smg, 0. 19mmol). 10%Pd- 
C (1 Img). a:.^y—;\y (8mL). (BmL) 0?^'^^^7Km# 

^^■Sxy :^;<f/V;j7n-^ h>/7:7^'— (n-^=¥i^>' : i^^^^/l-= l : 3) -^3ff 
M e^Hf* ( 1 8 . 3 m g , 2 0. 2 %) ^#/Cc 

'H-NMR (DMSO-dg): 8 6. 9 0 ( 1 H, d t , J = 6. 6, 0. 
9Hz), 7. 10 (IH, d, J = 8. 7Hz), 7. 25 ( 1 H, m), 7. 5 
7 (IH, d, J = 9. OHz), 7. 86 (IH, s), 8. 04 (IH, dd, 
J = 8. 7, 2. IHz), 8. 35 ( 1 H, s), 8. 4 8-8. 5 6 (4H, 
m), 11. 00 (IH, s), 11. 41 (IH, s). 

f!l7 8:N- [3, 5 - f;^ (h /i^:tx=i pi y :x.=^;V'] -2-\iYu^ 

iy- 5 - ( t° y i^^- 2 — f /V) vXT 5: K (jb^#>#^ 7 6) 

(1) N- [3, 5-t';^ ( h y :7/V:^n^^/V) :7a:::i/V] -5-3— K- 2 

N- [3, 5-t'';^ ( h y :7/l.;^t=fp{ ^/l/) _2-tKn^i^-5 
-3— K^^^XT^ K (4. 7 5g, 1 Ommo 1 ^ n 7^ 
/l-(l. 14ml, 1 5mmo 1 ). y (2. 76g, 20mmol), 

T-feh^ (5 0mL) (Du^m^s^wiMWMm,\^f^o ^it^u^i^^^^m^^h 
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- (-^^-^>- : m^=^^^^= 3 : 1) -elSMU SI^hI (n— ^:3rf-V/i^^ai 
^/V) UTtlSib-a-^i^Ofi-felSfJ^ (3. 9 6g, 7 6. 3%) ^#fCo 
'H-NMR (DMSO-dg) :5 3. 38 (3H, s), 5. 28 (2H, s), 
7. 12 (IH, d, J = 9. OHz), 7. 81 (1 H, s), 7. 82 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 88 ( 1 H, d, J = 2. 4Hz), 8. 
4 0 (2H, s), 10. 8 7 (IH, s). 

(2) N- [3, ( h y :77l-;^ap<^/^) :7^;:^7^] -2-p{h:¥>^^ 
h ^iy- 5 - (H'V i»- 2 — f /V) ^^^XT ^ K 

N- [3, 5 — ( MJ 7/^:^np{^/V') :7^c=i/l^] — 5-3— K-2-p« 

b^v-p^ h^^rv-^VXT^ K (0. 2 0g, 0. 3 9 mm o 1 ) ^N, N-v^^ 
5^/W1n7VAT^ K (8ml) tC^^^b^ hy-n-:/^/l^ (2-t:°yi^/^) 

(0. 13ml, 0. 41 mmo 1 )^ i^i^ n n tf;^ ( h U :7 aic=i/V:7;3-;^ :7 ^ V) 
/'•^^v^'^A (3 2. Img. 0. 0 5mmo 1 ) ^tin^, lOCC-Cl. 5 ^PhI 

»#bfco ^^^^^ R!;^^m'B-m^:^\^hn. g^m^^/^-e^smufco wilji^7K^ 
1 ) -v^mm vxmMit^^(D s-fei^* (37. 9 m g , 20. 8 %) ^nt^o 

^H-NMR (CDCI3) : 5 3. 6 4 (3H, s), 5. 53 ( 2 H, s), 

7. 2 3-7. 2 8 (IH, m) ,7. 36 ( 1 H, d, J = 8. 7Hz), 7. 
65 (IH, s), 7. 7 7- 7. 8 4 ( 2 H, m), 8. 20 (2H, s), 8. 
31 (IH, dd, J = 8. 7, 2. 4Hz), 8. 6 8-8. 7 0 ( 1 H, m), 

8. 83 (IH, d, J = 2. 4Hz), 10. 12 (IH, s). 

(3) N- [3, 5-e;^ {V^)y ;V-^xi:^=^)V) ^o^cri/V] -2-tKn^iX 
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- 5 - (tf y v^i^- 2 — r/V) -<^XT ^ K 

N— [3, B — tr:^ ( h y p{ ^/V) 7:i:C=^/V] - 2 — p« h h 

(t°y 2-^/1^) ^^-XT^ K (3 7. 9 m g , 0. OSmmo 

1 ) /—jl^ (3 ml). (0. 5ml) ^Mx.^ 2 Bt^JoBjS^JftbfCo 

az^/v=2 : 1) x-mm\^xmm<t^!i^(D^^m^ d e. 2m g, 47. 2%) 

^H-NMR (DMSO-de) :6 7. 13 (IH, d, J = 8. 4Hz), 7. 
33 (IH, ddd, J = 7. 5, 6. 3, 1. 2Hz), 7. 86-7. 91 (2 
H, m), 7. 97 (IH, d, J, = 7. 8Hz), 8. 20 (IH, dd, J = 
8. 7, 2. IHz), 8. 50 (2H, s), 8. 59 ( 1 H, d, J=2. 4 
Hz), 8. 64-8. 6 6 (IH, m), 10. 97 (IH, s), 11. 53 (1 
H, s). 

^117 9 : N- [3, 5-tf;^ ( h y ^ ^/l^) -2-tKn^ 

v'-5-^ h^v'-O'XT^ K ('fk'a-#?##7 7) 

7V) r-v ly^m^^^xmi 6 i:iRi«cD^'ft:^m\ ^sib-a^^f^fffco 

: 5 6 . 8 % 

^H-NMR (DMSO-de): 5 3. 77 ( 3 H, s), 6. 97 ( 1 H, d, 
J = 9. OHz), 7. 10 (IH, dd, J = 9. 0, 3. OHz), 7. 43 
(IH. d. J = 3. OHz), 7. 84 ( 1 H, s), 8. 47 (2H, s), 1 
0. 84 (IH, s), 10. 91 (IH, s). 

M80 : N— [3, 5 — tf ;^ ( h V ^7 )V-:^xi ^ =^)V) y ^:=^/V^ - 2 — t K n 



210 



wo 02/49632 



PCT/JPOl/11084 



i/- 5 — r y V >XT 5: K ut^mm-^ 79) 

( 1 ) 5 - T-fe^/V- 2 - p« h =¥>^SS#^ ^ ^/V^;:<.'7^/V 

5 -T-fe^/Vf-y ^/l^^ :^^;V=::.:^T7]y (5. OOg, 25. 7mmol), 
V (7 . lOg, 51. 4mmo 1 ). N, N- v>p« ^^/V/J^/VAT ^ K 
(2 5mL) (D^l-a^i^*7K?&"e?^5Nlbfc^. ^-ftiP? ^/V (2. 5mL. 4 0. 1 

mmo 1) ^Mx.. m^-(:3^^mmwi^fco mm-^^^fn 

/V/n— ^=¥f-^) LTMffl<b^#|(Defeffe^ (5. 17g. 9 6. 5%) 

'H-NMR (CDCl 3):6 2. 59 (3H, s), 3. 92 (3H, s), 
3. 99 (3H, s), 7. 04<1H, d, J = 8. 7Hz), 8. 12 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 8. 41 ( 1 H, d, J = 2. 4Hz). 

(2) 5 — f y-^'^^V h^-^^M^m :^^?V:siy^y-)V 
5-T-fe5^7V— 2-^ b^i/^S^^ (0. 5 0g, 2. 4 

Ommo 1 )^ t e r t —ZfV^-ytS Ul^i^CO. 81g, 7. 2 2 mmo 1 
■7"h^fcKn:7^>'(10mL) om'a'i^Sr7KmT*?^*P b/c=^. ^^c-fk^ ^/V (0. 
5mL, 8. 0 3 mmo 1) SrJDx., ^?a-e 1 0#TO#b:^Co S^S^i-a^^^^KJc: 

-^hi/^^W"- (n— :3{-f-^ : @^m3i^/V=3 : l->2 : 1) T^tMbTt^M 
^h^^'DmM'&^t^/]^ (1 4 3. Img, 2 5. 2%) ^#fCo 
^H-NMR (CDCla):^ 1. 22 (6H, d, J = 6. 9Hz), 3. 5 
2 (IH, m), 3. 92 (3H, s), 3. 98 ( 3 H, s), 7. 05 ( 1 H, 
d, J = 8. 7Hz), 8. 13 (IH, dd, J = 8. 7, 2. 4Hz), 8. 
4 2 (IH, d, J = 2. 4Hz). 
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(3) 5 { y^^f-])^T^-2-?^ h^^^^B^m 

5 -V yy^V^l^- 2 h=3rv/^S#^ p(^;\ya:.:xy';-u( 14 3. 1 m g , 
0. eOmmol) ^7^^/— (5mL) l^^^^U. 2^^7X^fb-^ h ^ 1>A 

mm (1ml) ^*q;t. iB#mqi^ji^urc:. ^^*pm. Rjt^m^^^ 2M^mm 

hV ^ J^-V^mi^fc'^. mS.m^\^XWM^t^m(D&^^^n (l 3 4mg, ilX-^.- 

^H-NMR (CDCl3):6 1. 22 (6H, d, J = 6. 9Hz), 3. 5 
9 (IH, m). 4. 15 (3H, s), 7. 16 ( 1 H, d, J=8. 7Hz), 
8. 24 (IH, dd, J = 8. 7, 2. 4Hz), 8. 73 ( 1 H, d, J = 2. 
IHz). 

(4) [3, ( h y :7/l/;^np{ ^/P) - 

J^5|s^ t LT^ 5 y y /V- 2 - p{ h ^i^^M^mm. RXJ^ 3 , 5 - tf ;^ ( h 

^H-NMR (CDCla):^ 1. 23 (6H, d, J = 6. 9Hz), 3. 6 
4 (IH, m). 4. 20 (3H, s), 7. 18 (IH, d, J = 8. 7Hz), 
7. 65 (IH, s), 8. 19 (2H, s), 8. 22 ( 1 H, dd, J = 8. 
7, 2. IHz), 8. 88 (IH, d, J = 2. IHz), 9. 98 ( 1 H, s). 

(5) N- [3, 5-1^^;^ ( b y :7/V;^np< ^/W) :7 ^:=-Jl'2 -2-tKn=¥:X 

5-:/^y/V-N- [3, 5-tf;^ ( h y 7/V:^l=ip{^/V) :7aLr:^/V] -2- 
p( b V«<^XT 5;K(143. 4mg, 0. 33 mm ol). 2, 4, 6-:=iV) 
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(3ml). mt])'^^'^ (53. 1 mg, 0. 4 Ommo 1 ) c^^-a^^?^ 1 

= 3 : 1) Xmmx^. -^^^t yzfn\i';v:^-y';v) UT^M-fb 

^^(DU'^^^e (9 0. 3ing, 65. 3%) ^#rCo 

'H-NMR (DMSO-dg) :5 1. 12 (6H, d, J = 6. 9Hz), 3. 
66 (IH, m), 7. 12 ( 1 H, d, J = 8. 4Hz), 7. 85 ( 1 H, s), 
8. 07 (IH, dd, J = 8. 4, 2. 4Hz), 8. 45 (IH, d, J = 2. 
4Hz), 8. 47 (2H, s), 10. 93 ( 1 H, s), 11. 95 ( 1 H, b 
r s ). 

M8 1 : N- [3, 5-\fy^ {YV y/\-irn ^i-;V) :7a:^/^] - A-\i Yn^ 
iy-fyy^v^ i^W. ^/i^oz;^ ('fb'^#?#-^ 8 i ) 

' WMhX^X^ 4-t Kn:3fW y:7^/l^^- 1 IBOJ^^ , 5 
J|X^ : 9 1 . 5 %) 

^H-NMR (DMSO-de) : 6 3.8 5 (3H, s), 7.12 ( 1 H, d, 
J = 8. 4Hz), 7. 86 (IH, s), 8. 02 ( 1 H, dd, J = 8. 7, 
2. 4Hz), 8. 46-8. 47 (3H, m), 10. 96 (IH, s), 12. 
0 3 (1 H, b r s). 



M8 2:N- [3, 5-lf;^ (h V ^ ^ ^/i^) :7^^/^] -4-tKn^ 

y-y^^^^^m ('fb'a'^#-^8 0) 

N- [3, 5-« ( b y :77V:^n^^/V) :7^^7l^] - 4 - Kn d^^-jy^ y 
37^5775;:^^ ^^/V^;^ 7^71- (2. 8 5g, 7mino 1 ) /V (1 4 
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mL). X t Kn7^^^ (1 4mL) OS^^^fciMb. 2MM:^m^t'rh 

v^M^:^m^ (i4mL) ^mr. ^\^^x-2f^mMmmm\.fco ^^*p^. 
mm (2 0ml) ^»b. ^mL-fcmi^^&M. 7K'^. nM\^xmm'it'B-'^(D 

a#.l§H% (2. 6 8g, 97. 4%) ^#fc„ 

'H-NMR (DMSO-dg): 5 7. 10 ( 1 H, d, J = 8. 7Hz), 7. 
82 (IH, s), 7. 86 (IH, s), 8. 0 1 ( 1 H, dd, J = 8. 7, 
2. 4Hz), 8. 47 (2H, s), 8. 48 ( 1 H, d, J = 2. 4Hz), 1 
0. 97 (IH, s), 11. 98 (IH, brs). 

M8 3:NS N^-lf';^ [3, 5 - If^;^ ( h U p< f^/W) 73ic=^/V] —4 

-t Kn^W y^iJ'/VT^ K ({^#^^#-§-8 2) 

4-fc Kn^W y^iJ^/V^ (1 8 2mg, Immol), 3, 5-lf>^(MJ 
:7/W;^n7? ^/V) T::^y^^(68 7mg, 3 mm o 1 H:^'fb U ^(87^1 ; 
Immo 1). h/l-^> (1 OmL) ^.^V^T^l|l 6 ^ |^m^^^f^^^TV^, mMit 
^m<D^^'^^ (15 1mg, 2 5. 0%) %#fCo 

^H-NMR (DM SO - d6):6 7. 18 (IH, d, J = 8. 7Hz), 7. 
82 (IH, s), 7. 86 (IH, s), 8. 11 ( 1 H, dd, J = 8. 7. 
2. 4Hz), 8. 50 (2H, s), 8. 54 (2H, s), 8. 56 ( 1 H, d, 
J = 2. 4Hz), 10. 79 (IH, s), 10. 99 (IH, s), 11. 84 
(IH, brs). 

M8 4:N3- [3, 5-}!*:^ ( MJ ^ ^7V) 7rn:=L/V] -4-tKn 

^iy-N\ N^->?^^/Wy:7^/^T$ K ('fk-^#?#-^8 3) 
(1) 4— <^i^/V;t=¥i^-N- [3, 5-lf;^ (h ]) :7 a^:=- 

/V] y 7 ^ 5: ^^/v^z;^^/^ 

Tk^'fb'^ MJ»>i^ (60%; 1. 04g, 2 6 mm o 1 ) ^ n — ^=3^^- v-t??5fe 
itbTN, U--J:^'^;V:^;VJ>.T^\^^ (10 OmL) »-t??^iPb/ce 
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ib>hN- [3, 5-\f:^ ( hU ^/v) -4-t:Kn^W 

y^iJ'^^^^^ (8. 15g, 2 0mmol) <DN, N-i^^ 

^/l^^riN/^AT^ K (1 OOmL) ^^?^^?lTbfCo MTI^T^^ 1 Btr^m 

#Ufc^, -O-v?/]^:/!!! ^ K (4. 45g, 26mmol) (DN, N-v?^^/V 

^J^/vAT^ K (lomL) mm^-^Qx.^ 6 ovx'smmmwvfco i^^^. 

:^^A'/rL UT^MM'fb'a'#><^e'feH^ (5. 3 8g, 54. 1 %) 

^H-NMR (DMSO-dg) : 5 3.8 7 (3H, s), 5.3 3 (2H, s), 
7. 3 3-7. 3 6 (3H, m), 7. 46 ( 1 H, d , J = 8. 7Hz), 7. 
5 3-7. 5 6 (2H, m) , 7. 82 (IH, s), 8. 15 ( 1 H, dd, J 
= 8. 7, 2. IHz), 8. 25 ( 1 H, d, J = 2. IHz) 8. 28 (2H, 
s), 10. 8 7 (IH, s). 

(2) 4 — ^>'i//V:^=3riy-N- [3, 5-tr;^ ( hU :7/V^n 7« ^/l^) :7a:c^ 
i^J^^LT. 4 — <i/v?/V:^=3^->-N- [3, 5 - tf;^ ( h U 7/V:^n ^/V) 

IDI^ : 7 9 . 7 % 

^H-NMR (DMSO— de): 6 5. 3 2 (2H, s), 7. 32-7. 34 
(3H, m), 7. 43 (1 H, d, J = 8. 7Hz), 7. 5 2-7. 5 6 (2 
H, m), 7. 81 (IH, s), 8. 12 ( 1 H, dd, J = 8. 7, 2. IH 
z), 8. 22 (IH, d, J = 2. IHz), 8. 28 (2H, s), 10. 85 
(IH, s), 1 3. 8 1 (IH, b r s). 
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(3) 4 -^>'S^/^;^=3^i/-N3- [3, 5-\fy^ ( b y 17/^;^ p ;^ ^/V) 37^ 

4-^^v?7V-N- [3, (h V :7^— /!/] ^y:7 

^ 5 (242mg, 0. 50 mm o D^i^?^ 'f'f^T % ^-y'&mM. ( 4 1 m g , 

0. SOmmol), hU ^ V ( 5 1 m g , 0. 5 0 mm o 1 ) (D-t^ h 7 
H Kn :7^i/ (5mL) ^l^tC, >]C?^TWS C • HC 1 (9 5mg, 0. 5 0m 

mo 1) ^1]^^, ^(D%M.w^z'^mmw\.f^o u.m^-km-ki^\z.'hn , mk^ 

(--=¥1^:/ : W^^/V= 1 : 4) -T?«MbT^M'fb^#>0&-fegl#: (1 
6 5 m g , 6 4. 9 %) ^#fCo 

^H-NMR (DMSO- dg) :5 2. 99 (6H, s) 5. 29 (2H, s), 
7. 3 2- 7. 3 8 (4H, m), 7. 5 2-7. 5 6 (2H, m), 7. 64 (l 
H, dd, J = 8. 7, 2. IHz), 7. 73 ( 1 H, d, J = 2. IHz), 
7. 80 (IH, s), 8. 28 ( 2 H, s), 10. 83 ( 1 H, s). 

(4) N^- [3,,5-tr;:^ iV^) y ;V:^xi -4-fcKn^ 

4— <i/v^/V:^^v^-N^- [3, 5-tf;5?> (h V y/l-:tnyi'^;v) :7^^/l^] 
-N^ N^-v't^ ^/W-r y :7^/l/T ^ K(141mg, 0. 2 8 mm o 1 5% 
Pd-C (14mg) Ooz^ y ^/i. (5ml), g^^oc^/v (5ml) a'a-^^^^^ 

T^ffi^fb-a^^KDS^Hf* ( 1 0 6 m g , 9 1. 2 %) ^#fCo 
^H-NMR (DMSO - de) :5 2. 98 (6H, s), 7. 02 (IH, d, 
J = 8. 7Hz), 7. 52 (IH, dd, J = 8. 7, 2. IHz), 7. 84 
(IH, s), 7. 95 (IH, d, J = 2. IHz), 8. 46 (2H, s), 1 

1. 10 (IH, brs), 11. 63 ( 1 H, brs). 
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^J8 5:N- [3, ( by 7/1^:^1=1 p« ^/V) :7^cr/]x] 

i/- 5 - y v?^- 1 -ij;V:^=.;V) -<^/XT 5: K 

(1) 2-^>'i^/^:^=3riX-N- [3, 5 - If ;^ ( h y 37 7^;^^ ^ ^/l^) y a^=^ 
;v] - 5 - y v'^^- 1 ^:/Xt ^ K 

-/^] ^y:7^^$^-^> ^t;*t°-<y v>^^ffiv^x^!l8 4 (3) ^i^^o^j^^ 

Jtsr^ : 5 6 . 4 % 

'H-NMR (CDClg):^ 1. 53-1. 70 (6H, m), 3. 44 (2 
H, brs), 3. 70 ( 2 H, brs), 5. 26 (2H, s), 7. 24 ( 1 H, 
d, J = 8. 7Hz), 7. 26 ( 1 H, s), 7. 5 2- 7. 5 8 (5H, m), 
7. 66 (2H, s), 7. 74 ( 1 H, d d , J = 8. 7, 2. 4Hz), 8. 
37 (IH, d, J = 2. IHz), 10. 27 ( 1 H, s). 

(2) N- [3, ( h y :7/V;^a p{ ^/V) :7^=/lx] -2-tKP:3{^-> 
- 5 - y v>^- 1 -:;f7/U'7jf^/W) -<^XT ^ K 

JH3N-i:bT. 2 -^:/t^7V;^=3f>^-N- [3, 5-if;^ {Y)} y;virn;^^;v) 

y^::^;V] -5- ( y i^^i^- 1 -<^XT ^ K^ffiV^TM 8 4 
(4) i:l^1tomft^^TVN. MM{li^#»^#fCo 
: 9 6 . 3 % 

^H-NMR (DMSO - de) :6 1. 51 (4H, brs), 1. 60-1. 
65 (2H, m), 3. 47 (4H, brs), 7. 04 ( 1 H, d, J = 8. 4 
Hz), 7. 48 (IH, dd, J = 8. 4, 2. IHz), 7. 85 ( 1 H, s), 
7. 92 (IH, d, J = 2. IHz), 8. 46 (2H, s), 10. 99 (1 
H, s), 11. 6 4 (1 H, brs). 
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^!l8 6 : 5- (4-^Vv^/Vfc°^!; v^i/- 1 -;&/U'/Jf:=i/^) -N- [3, 5 - If 

(1) 2--<:y%/;\^-^- {A-^^^^y;v\f^3 ^yl^-\--^)Vif^=-)V) -n- 
[ 3 , 5 - If ;^ ( m; :7/v;r n 7< f^/P) yzr.=-)V\ -<>-Xt ^ K 

M}is[-i:bT, 4-^^^v*/v-N- [3, (hV y^^^^ ^^^^) 

y :7 ^ 3: i/^, :s.u^4-^^^i^/vt°^y v^^^^fflvNx^js 4 (3) i: 

: 7 6 . 7 % 

^H-NMR (CDgOD):^ 1. 18-1. 38 (2H, m), 1. 67 (1 
H, brs), 1. 74 ( 1 H, brs), 1. 8 4- 1. 9 3 ( 1 H, m), 2. 
60 (2H, d, J = 7. 2Hz), 2. 83 ( 1 H, brs), 3. 10 (IH, 
brs), 3. 78 (IH, brs), 4. 59 (IH, brs), 5. 34 (2H, 
s), 7. 15-7. 18 (3H, m), 7. 2 4- 7. 2 8 (2H, m), 7. 4 
0 — 7. 46 (4H, m), 7. 5 7-7. 6 3 ( 3 H, m), 7. 65 (IH, 
d d, J = 8. 7, 2. 4Hz), 7. 96 (2H, s), 8. 05 ( 1 H, d, 
J = 2. IHz). 

(2) N- [3, 5-t^^;^ ( MJ :7/V:^a ^ ^/V) y'^::^/^] -2-tKP=35^:X 
- 5 - (4 -^^^v'/Vt'^ y >?i/- 1 -:;57/VJ}?::^/l^) ^^XT ^ K 

WMtl^X, 2-^yi>/\y- 5 - (4— O-v^/Vlf^y v'V- 1 -;^/l-/j^~^/V) 
-N- [3, 5-lf;^ ih Vy^^^n;^^/]^) ^^'XT^ K^>1VNT 

^j8 4 (4) tmm(Dmi¥^n\^\ mm^t^m^mcc 

IlJi^ 5 4. 3% e-fenif* 

'H-NMR (DMSO-de) : 8 1. 08-1. 22 (2H, m), 1. 59 
-1. 62 (2H, m), 1. 77 — 1. 80 (IH, m), 2. 50-2. 55 
(2H, m), 2. 87 (2H, brs), 3. 75 ( 1 H, br), 4. 39 (l 
H, br), 7. 06 ( 1 H, d, J=8. 4Hz), 7. 17-7. 20 (3H, 
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m), 7. 28 (2H, t, J = 7. 2Hz), 7. 49 ( 1 H, d d , J = 8. 
4, 2. IHz), 7. 84 (IH, s), 7. 93 (IH, d, J = 2. IHz), 
8. 47 (2H, s), 10. 89 ( 1 H, s), 11. 65 ( 1 H, s). 



M8 7 : N- [3, 5-« ( h y :7/^;^-1=i ^/V) :7^:=i/l^] -S-v't^^/I^ 

(1) 2 h^i/- 5 -;^/P7t^-Y/v^v&#^ 

p^^/i^ 2 — 7^ h=¥iy- 5 -;^/v:7r^^/i^^^y'^^ b (4. 9 i g, 20 
mmo 1) (3 0mL) ^^:^lfU^ 2mM7km^h-^ h V ^ J^W-^ (3 

OmL, eommoi) ^;?jpx.. mu^v^ 1 s^mMWVfco Rit^M^m^ zM&M 

mi^ihn. mm\^timi^^^^i.xmmih^!i^(D^^mi$^ u. ssg, 98. 

3%) ^#fCo 

^H — NMR (DMSO - de) :5 3. 89 (3H, s), 7. 30 (IH, d, 
J = 8. 7Hz), 7. 32 (2H, s), 7. 92 ( 1 H, dd, J = 8. 7, 
2. 7Hz), 8. 09 (IH, d, J = 2. 7Hz), 13. 03 (IH, br). 

(2) N- [3, ( by 7^::^/^] -2-7«h^v'- 

( h y :7/^;^n 7^ ^/v) T::^ y ^^^^vn^m 2 4 i: mm<Dmi'f^n^\ mmit^ 

: 2 4 . 2 % 

^H-NMR (DMSO-dg) :6 3. 97 (3H, s), 7. 38 (2H, s), 
7. 39 (IH, d, J = 8. 7Hz), 7. 85 ( 1 H, s), 7. 96 (IH, 
dd, J = 8. 7, 2. 4Hz), 8. 06 ( 1 H, d, J = 2. 4Hz), 8. 
4 3 (2H, s), 1 0. 8 7 (IH, s). 
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(3) N- [3, 5-}f:^ ( m; :7/v:^-T3^ ^/v) -s-v'^^/v;?^ 

N- [3, ( h y :7/l/;a-n;'{^/^) :7^^/l/] - 2 -7^ h^-iX- 5 - 

;5?.7V7t^^/^^>'XT ^ K (4 4 2mg, 1. Ommo 1 ). ^^-fb;^^/!^ (7 1 
Omg, 5. Ommo 1 ^.M:^ !;r>A(415mg, 3. Ommo 1 ) (DT± 

h=^hv^i^ (lomL) mmm^Bm^iJumM^Mvfc. 

^■f-iy. mm=^'^^^^ (2 : 1) (Dm^mm^^w^^vxmmit^mcD^^mi^ 

(2 0 7mg, 4 4. 1 %) ^^tlo 
^H-NMR (DMSO-dg) : 8 2. 62 (6H, s), 3. 99 (3H, s). 
7. 45 (IH, d, J = 9. OHz), 7. 85 ( 1 H, s), 7. 91 (IH, 
dd, J = 8. 7, 2. 4Hz), 7. 95 (IH, d, J = 2. 4Hz) 8. 4 
3 (2H, s), 10. 90 (IH. s). 

(4) N- [3, 5-lf>?. (hy:7 71^:^0 ^^/W) 7^^7V] - 5 - v?7« ^/V^?. 
71^:7 T 2 — t K n ^ v'^i/XT 5: K 

m^t\^X^ N- [3, 5-f;^ ( b y :7 7^:^-0;^ ^/V) 7ai:=i7V] -5 --2/ 
^^/V><./V7t^^/^-2-p« h^i/-<^XT^ K^^V^TM8 0 (5) i P# 

'H-NMR (DM SO - d6):5 2. 77 (3H, d, J = 4. 5Hz), 4. 
37 (IH, brs), 6. 70 ( 1 H. d. J = 3. 6Hz), 7. 04 (2H, 
s). 

#!l 8 8 : N- [ 3 , 5 - b*;^ ( h y p( ^/V) :7 a: - 2 - t Kn 

iy-5- (If /V- 1 ^i/XT^ K Ut^m^-^-S 7) 
(1) N- [3, 5-tr;^ ( h y 77^:^13 ^ ^/w) :7ct:=7V] -2-p{h^i>-- 
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N- [3, 5-« (hV z^^c^;]^"] - 2 -7^ h =3f v-- 5 - 



h7 t Ko:7^^^ (1 5 9mg, 1. 2mmo 1), (5mL) (D}ii'a'i^^2 

^=7-7 A— (n— :3el^:/ : @^^^5^/V=3 : 2) LT^M'fb'a'i^c?:) 
@#: (4 3 6. 5mg, 8 8. 6%) ^#fCo 

'H-NMR (DMSO-dg) : 6 3.9 6 (3H, s), 6.3 6 (2H, d 
d, J = 2. 4, 2. IHz), 7. 37 (2H, dd, J = 2. 4, 2. IHz), 
7. 42 (IH, d, J = 9. OHz), 7. 85 (IH, s), 8. 80 (IH, 
dd, J = 9. 0, 2. 4Hz) 8. 18 (IH, d, J = 2. 7Hz), 8. 3 
8 (2H, s), 1 0. 9 2 (1 H, s). 

(2) N- [3, {Y^)-7 )V^X3.:^-f'}V) -2-tKD:3ev' 

-5- (t°n— /l^- 1 -;^/V7}n^/P) -<i/XT5: K 

J^JlSfi UT. N- [3, ( h y 37/1^:^1=1 ^^/V) :7^rx/]^] -2-p< 

h^->-5- (If n— /V- 1 -;^/V:5j>=/V) ^;xXT ^ K^fflV^T^J 8 0 (5) 

: 7 9 . 4 % 

^H-NMR (DMSO - d 5): 6. 36 (2H, dd, J = 2. 4, 2. 
IHz), 7. 18 (IH, d, J = 9. OHz), 7. 34 ( 2 H, d, J = 2. 
4, 2. IHz), 7. 86 (IH, s), 7. 99 (IH, dd, J = 9. 0, 
2. 7Hz) 8. 31 (IH, d, J = 2. 7Hz), 8. 42 ( 2 H, s), 1 
0. 98 (IH, s). 




5: K (4 4 2mg, Immo 1 ), 2, 5 -v^T^ b^i^T^ 
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9 : 5-T^y-N- [3, {V ^) y ?V^xi y z^^)V\ — 

2 - t Kn dE^i^-^:^-XT ^ K (<\^-^m^^ 8 8 ) 

KndrS/-5-^bP^:/XT^ K^>ffiV^T^!l8 4 (4) ^ |Rl1t(?:)^f^^^f 
IIX^ : 9 8 . 0 % 

'H-NMR (DMSO-de) :6 4. 79 (2H, brs), 6. 76 (IH, 
d, J=2. IHz), 6. 76 (IH, s), 7. 09 ( 1 H, dd, J = 2. 
1, 1. 2Hz), 7. 80 (IH, s), 8. 4.5 (2H, s), 10. 30 (1 
H, b r ), 10. 8 4 (IH, s). 

^^9 0 : N— [3, 5 — if:^ ( :7/^:^n ^ ^/v) :7a:^/i^] - 5 — i:;^^^ ^/l^ 



Jm3^^b-C. 5-v^p«5^/l-T^71hy ^t;«3, S-lf;^ (hy:7/V;^ 

IDI^ : 2 8 . 8 % 

'H-NMR (DMSO-dg): 6 2. 85 (6H, s), 6. 92 ( 1 H, d, 
J = 9. OHz), 7. 01 (IH, dd, J = 8. 7, 3. OHz), 7. 22 
(IH, d, J = 3. OHz), 7. 84 ( 1 H, s), 8. 47 (2H, s), 1 
0. 62 (IH, s), 10. 83 (IH, s). 

M9 1 : 5 -^:/y^/VT5: 7 -N- [3, 5 - If ^ ( by :7/l^;^p p{ ^/V) -7 

a: -7V] - 2 - t Fn :3{^i/-<i/XT ^ K" ('fb^tj*"^ 9 0 ) 

T7i-=fi/#|iiMT^ 5-T5:y-N- [3, 5-if;^ ( h y :7 7^:^07^ ^/v) 

7^ ^7V] - 2 - t K n :3^i/-<>'XT ?K(364mg, 1 mm o 1 ) ^ If y 
(9 5mg, 1. 2mmo 1 X t Kn:7'7^ (1 OmL) O^S-a-^^TKJ^ 
-^^yV/V^J^n y K (1 5 5mg, 1. 1 mm o 1 ) ^;!]Px.. iNFr^m^b 
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n-^ h^^vy 4— (n — ^=3^^-^ : 4 : 1) X^mi^Xm 

m^t^^cD ^-^mW- ( 1 2 1 m g , 2 5. 7 %) ^#fcio 

^H-NMR (DMSO-dg) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 
51 — 7. 62 (3H, m), 7. 81 ( 1 H, dd, J = 8. 7, 2. 4Hz), 
7. 83 (IH, s), 7. 98 ( 2 H, d. J = 7. 2Hz), 8. 22 ( 1 H, 
d, J = 2. 4Hz), 8. 49 ( 2 H, s), 10. 27 ( 1 H, s), 10. 8 
9 (IH, s). 11. 0 7 (IH, s). 

M9 2:N- [3, 5 — }^:^ ( MJ p( 7ai:=:/V] -2-tKn^ 

iy-5- li3-:7^:=.;u) K] -<^Xt5: K ('fb^ii^S-f- 9 l) 

5-T^y-N- 13, 5-\f^ iY]) y 7^:^X3. yi=f-;V) -2-1:: 
KHdrv^-O-XT^: K (1 0 0. 2m g, 0. 2 8 Tam o 1) ^T± h h V 
{4ml) m-^^V. 4-v?^5^7l'T^y (3mg), :7:i:::^7W V i>'T^> 

— h (30/zl, 0. 28mmol) ^;!]Px.. 6 0°CT- 5 5>rBl*#bfCo HJ^'^?B 

1:1) xmm\^xmm^h^m(Dmn^mPf (54. 8m g, 41. 2%) 

^H-NMR (DMSO-dg) :5 6. 93-6. 98 (1 H, m), 6. 97 
(IH, d, J = 9. 3Hz) ,7. 27 (2H, t, J = 7. 8Hz), 7. 3 
4 — 7. 46 (2H, m), 7. 50 ( 1 H, dd, J = 9. 0, 2. 4Hz), 
7. 83 (IH, s), 7. 88 ( 1 H, s), 8. 47 (2H, s), 8. 56 (1 
H, s), 8. 63 (IH, s), 10. 87 ( 1 H, s), 10. 89 ( 1 H, s). 

M 9 3 : N- [ 3 , 5 - tf^^ ( h JJ y/l':tti ^ =^}V) y :=:/W] - 2 - t Kd ^ 
->-5- [(3-:7^^/w) ^^i^a-'^U-^ K] -O-XT^ K ('fb'a'W^9 2) 
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m,ntVX. 5-T5/-N- [3, ( h y ^ :7aic:^ 

9 2 i: P#Omj^^^TV^. ^.S'fb-^^^^ttfCo 
: 6 6 . 3 % 

^H-NMR (DMSO- d : 8 7. 00 (IH, d, J = 8. 4Hz), 7. 
13 (IH, tt, J = 7. 5, 1. 2Hz),7. 34 (2H, t, J = 7. 8 
Hz), 7. 45-7. 51 (3H, m) , 7. 84 ( 1 H, s), 7. 87 (IH, 
d, J = 2. 7 Hz), 8. 47 (2H, s), 9. 65 (IH, s), 9. 74 (1 
H, s), 10. 84 (IH, s), 11. 32 (IH, s). 

^J9 4:N- [3, 5-^f;^ (h V :7/V:tV2 ^'^/l^) "7 :x.::=.;V\ -2-\iYxi^ 
v'-5- [(4-::^ hn:7zc:=i/V) -Jr-^::=-}V\ ^>XT^ K (^t^m^-B-Q S) 
mP^tl^X. 5- [(4-^ bn:7zcr^/V) ^:;?Tif^/v] -^V^/^M. RV^3, 
5-tf^;^ ( h y :7/v;^n^^/v) Tc:^]; ^^^v^-c^[|l 6 i:l^#;^^^{t^^TV^, 

IDI^ : 1 1 . 3 % 

^H-NMR (DMSO - de):^ 7. 23 (IH, d, J = 9. OHz), 7. 
87 (IH, s),8. 06 (2H, d, J = 9. OHz), 8. 10 ( 1 H, d 
d, J = 9. 0, 2. 4Hz), 8. 44 (2H, d, J = 9. OHz), 8. 5 

0 (2H, s), 8. 53 (IH, d, J = 2. 4Hz), 11. 13 ( 1 H, s ), 

1 2 . 1 4 ( 1 H, b r ) . 

#i|9 5:N- [3, 5-t^^;^ ( h P ^ /V::^ a ^ ^/V) ^oic^^/V] -2 — tKo^ 

-<^XT^ K iih-^mm-^Q 4) 

mm-tx^x. 5- ({[(4-try v?>'-2— r/v) ;^/v:7T^-r/v] :7 3z::^/v} 
i^T -e'^/v) 1^ y 5^/1-^. RXf^ 3 , 5 - t^';^ (by 7/1-:^ n ^ ^/W T c:^ y > 
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: 7. 9 % 

^H-NMR (DMSO-de):^ 6. 87 (IH, t, J = 6. OHz), 7. 
22 (IH, d, J = 8. 7Hz), 7. 21-7. 23 ( 1 H, m), 7. 77 
(IH, t, J=8. 4Hz), 7. 87 (IH, s), 7. 9 5-7. 9 8 (3 

H, m), 8. 0 3-8. 0 7 (4H, m) , 8. 47 ( 1 H, d, J = 2. 4H 
z), 8. 49 (2H, s), 11. 14 ( 1 H, s), 12. 03 ( 1 H, br). 

^119 6 : 2-T-fe h=3riX-N- [3, 5 - ( h }) ;^ ^/V) y a^::=.;V\ 

- 5 - ^ n n-^ii^XT 5: K Wb-a^W"^ 9 6) 

N— [3, ( MJ ^^/V^^dT^^/V) - 5— i^nn-2-t 

Kndri/^i/XT5 K (1 . 5 1g, 3 mm o 1 t° U ( 2 8 5 m g , 3. 
6mmo 1) -^y-Yv^Yxiyy^-y (6mL) \zM^\^. 7X7^T> T-fe^/V^ n 
yK (234mg, 3. 3mmol) ^?^Tb. ^£T* 1 BtMJt^biTCo 

/V:ei^bSI&^bX. ^gj^ib^tjoe^ia^: (1. 0 6g, 8 3. 0%) ^#fCo 
'H-NMR (DMSO - de) :6 2. 22 (3H, s), 7. 35 (IH, d, 
J = 9. OHz), 7. 71 (IH, dd, J = 8. 7, 2. 7Hz), 7. 85 
(IH, s), 7. 88 (IH, d, J = 2. 7Hz), 8. 37 (2H, s), 1 

I. 0 5 (IH, b r s). 

^!J9 7 : 4-T-fe^/VT^y-N- [3, 5 - t^^^ iV^) y :^f-;V) 

( 1 ) 4 -T-fe ^y-5-^nn-2-7^ h =3rV^S#^ 

J®5N-^bT. 4-T-fe^/VT5y-5-^nn-2-p{ b=ari/^SW 
/^;I^XT•/^^^V^X^!J8 2 i |^;|t^^^^t^^TV\ M®{t:^i^^#fCo 
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liX^ : 8 8 . 0 % 

^H-NMR (DMSO - dg) :5 2. 16 (3H, s), 3. 78 (3H, s), 
7. 72 (IH, s), 7. 77 ( 1 H, s), 9. 57 ( 1 H, s), 12. 74 
(IH, s). 

(2) / -N- [3, 5-)f^ (h V :7 -7 :x^=- 

3, (hy :7/l^;^n^^/V) P ^/^^VnT^iI 2 4 i IH^jfe^^^^fir 

lDl¥ : 2 3 . 8 % 

^H-NMR (DMSO-dg) :6 2. 17 (3H, s), 3. 89 (3H, s), 
7. 7 7-7. 8 2 (3H, m), 8. 4 5-8. 4 9 (2H, m), 9. 66 (1 
H, s), 10. 6 8 (1 H, s). 

(3) 4-T-fe:^/VT^ y -N- [3, 5-tf;^ ( MJ 7/V;^n ^ ^/l^) :7ai^ 

ig5|S|-^;bT. 4-T-fe^/VT^ y-N- [3, 5-t^^;^ ( h y :7/v;^n ^ 5^/1-) 
:7a:::^/l^] - 5-^5^ dd- 2 Y^^^^^^^T^ K^^V^T^!J8 0 

: 7 2 . 8 % 

^H-NMR (DMSO - de) :6 2. 17(3 H, s), 7. 75 (IH, s), 
7. 82 (IH, s), 7. 95 (IH, s), 8. 44 ( 2 H, s), 9. 45 (1 
H, s), 11. 16 (IH, brs),.ll. 63 ( 1 H, brs). 

-^fl 9 8 : N- [ 3 , 5 - ( b y :7/v;^n ^ ^/V) ^7 - 4 - iJ' n n - 

2 - t K n v^^^XT ^ K ('fb-a-##^ 9 8 ) 
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m^m : 5 5 . 8 % 

^H-NMR (DMSO- d e) : 8 7. 05-7. 08 (2H, m), 7. 84 
-7. 87 (2H, m), 8. 45 (2H, s), 10. 84 ( 1 H, s) 11. 
6 4 ( 1 H, b r s). 

^!|9 9 : N- [3, 5-\f:^ ( :7/V:^n p( - 2 -:/n^:7^::^/V] - 

5-^5^00-2-1; Kn :3riy^>^XT ^ K 9 9 ) 

- 2 -:/n^T::^y ^^ffiV^T#i| 1 6 i l^«f^^f^^^fVN, 

m^m : 1 4 . 5 % 

^H-NMR (DMSO - d : 8 7. 11 (IH, d, J = 9. OHz), 7. 
'5 3 (IH, dd, J = 9. 0, 2. 7Hz), 7. 91 ( 1 H, d, J = l. 8 
Hz), 7. 98 (IH, d, J = 2. 7Hz), 9. 03 ( 1 H, d, J = l. 

8Hz), 11. 2 6 (IH, b r s). 

'^!ll00:N-[2, 5 — \f:^ ( h V -7 )V-^xi 7^ -7 a:.^fV\ 

- 2 - t :3eix^i/XT ^ K iih^i^^-^ 10 0) 

j©5|Sf^bT. 5-^;^ onlMJ :SLt/2, 5 -If^ ( hU :7/V:^np(^/V) 

Tc^y ^^ffivNT^iji 6 ^mit^m^m^o 

HX^ -.3.6% 

^H-NMR (CDCI3): 8 7. 0 3 ( 1 H, d, J = 8. 7Hz), 7. 4 
3-7. 48 (2H, m), 6. 61 ( 1 H, d, J = 8. IHz), 7. 85 (1 
H, d, J = 8. 4Hz), 8. 36 ( 1 H, br s), 8. 60 ( 1 H, s), 
1 1. 3 1 (IH, s). 
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mi 0 1 : N- [2, ihV 7^:=./^] _ 5-^/0^ 

- 2 - 1 Kn v^vXT 5. K ({k-a-^*-^ 10 1) 

T^y i/^^v^T^!ll 6 }inm.fm\'^^fjw um\'c.-^m^mz.o 
: 2 4 . 0 % 

.^H-NMR (DMSO-dg): 6 7. 0 3 ( 1 H, d, J = 8. 7Hz), 7. 
65 (IH, dd, J = 8. 7, 2. 7Hz), 7. 76 ( 1 H, d, J = 8. 4 
Hz), 8. 03 (IH, d, J = 8. IHz) 8. 11 ( 1 H, d, J = 2. 7 
Hz), 8. 74 (IH, s), 11. 02 ( 1 H, s), 12. 34 (IH, s). 

#iJ10 2: N- [2, ^-yfy^ ( hi; 7/1^;^-^^^/^) :7a:^/l^] - 2-fc Kn 
=3rix- 5 ^/V^^^XT ^ K iAY.'^m^^ 10 2) 

^ UT, 5 - ^/H^ y ^/Vi^. 'Bl-IS 2, 5 - If ;^ ( M; :7/P;^n ^ 

IR^ : 1 . - 5 % 

^H-NMR (CDCl 3):6 2. 36 (3H, s), 6. 97 (IH, d, J 
= 8. 4Hz), 7. 23 (IH, s), 7. 32 ( 1 H, dd, J=8. 4, 1. 
5Hz), 7. 57 (IH, d, J = 8. 4Hz), 7. 83 ( 1 H, d, J = 8. 
4Hz), 8. 46 (IH, s), 8. 69 ( 1 H, s), 11. 19 ( 1 H, s). 

^il 1 0 3 : 2 -T-fe b^v^-N- [2, 5 - t^^;^ ( h V7 ;^ 'f'/l^) -7 
;v] - 5 - ^ n n ^^^XT ^ K ({b-^-^*-^ 10 3) 

mPth\^X, N- [2, 5-lf;^ iV^) ^/V-^n :7^-/i^] -5-i5^ 

nn-2-t Kn ^-^-<-^:KT 5 K> ^-O^T-fe^/i-iJ^ n y K^>lV^T^!J 9 6 i lU 

: 6 . 6 % 

^H-NMR (CDC 1 3) : 6 2. 3 5 (3H, s), 7.17 (IH, d, J 
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= 8. 7Hz),7. 54 (IH, dd, J = 8. 7, 2. 4Hz), 7. 55 (1 
H, d, J = 8. IHz), 7. 80 ( 1 H, d, J = 8. IHz), 7. 95 (1 
H, d, J = 2. 4Hz), 8. 60 (IH, s), 8. 73 (IH, s). 

^[|104:5-i5'nn-2-fc }^n^iy-N- [2- ( :7 
^i^XT^ K 0 4) 

mntl.X. 5 - n n IM; ^/V^, &-a«2- ( h y :7/v;^n ;>< ^/k) Tc^U 

: 5 8 . 0 % 

^H-NMR (DMSO - d : 8 7. 07 (IH, d, J = 8. 7Hz), 7. 
42 (IH, t, J = 7. 5Hz), 7. 52 ( 1 H, d, J = 8. 7, 2. 7H 
z), 7. 74 (IH, t, J=8. IHz), 7. 77 ( 1 H, t, J = 8. 1 
Hz), 7. 99 (1 H, d, J = 2. 7Hz), 8. 18 ( 1 H, d, J = 8. 
IHz), 10. 76 (IH, s), 12. 22 ( 1 H, s). 

^(1105: 5 — n n— N— l4 — ^ nn - 2 — ( h y ^/V^^n^^ ^/V) :7a^c:^ 
/V] -2-fc Kn=^iX-<^XT5: K ({b-^^/S^l 0 5) 
J!13|S|-i: LT. 5-i^nniM;^/vm> :S."a^4 a n - 2 - (M;:7/V:^n7^ 

m^m : 2 1 . 5 % 

^H-NMR (DMSO-dg) : 8 7. 07 (IH, d, J = 8. 7 Hz), 7. 
52 (IH, dd, J = 8. 7, 2. 7Hz), 7. 8 0-7. 8 5 ( 2 H, m), 
7. 97 (IH, d, J = 2. 7Hz), 8. 26 ( 1 H, d, J = 8. 4Hz), 
10. 80 (IH, s), 12. 26 (IH, s). 

#!I1 0 6 : 5-yn^-2-fc Fn^rix-N- [3- (hV -7 

^-/v] -O'Xt^: K (ib-a^il^*^ 1 O 6) 
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: 5 0 . 3 % 

^H-NMR (DMSO-dg, 5):6. 98 (IH, d, J = 8. 7Hz), 7. 
4 8-7. 5 2 (IH, m), 7. 59 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 62 (IH, t, J = 8. IHz), 7. 9 2- 7. 9 6 ( 1 H, m) , 8. 
02 (IH, d, J = 2. 4Hz), 8. 20 ( 1 H, s), 10. 64 ( 1 H, 
s), 11. 6 0 (IH, s). 

Fll 1 0 7 : 5 n n-N- [2 — 7/V:^n - 3 - ( :7/l-;:^n ;^ ^/l-) :7a^ 
-2-t Kn=3ei/-<VX-T5: K 0 7) 

iix^ 7 1. 7 % 

^H-NMR (DMSO-dg) :6 7. 07 (IH, d, J = 9. OHz), 7. 
46 (IH, t, J = 7.-8Hz), 7. 52 (IH, dd, J = 9. 0, 2. 7 
Hz), 7. 58 (IH, t, J = 7. 2Hz), 7. 96 ( 1 H, d, J = 2. 
7Hz), 8. 49 (IH, t, J = 7. 2Hz), 10. 82 (IH, s), 12. 
1 3 (1 H, b r s). 

^!jl 0 8 : 5-^nn-N- [4 -:7/V;^n- 3 - (h y y;V:t^:^^^^) 7rc 
- 2 - fc K n ^af^ix-^^XT 5: K ({b^i^#-^ 10 8) 

T^y >'^^v^T#ill 6 WMw^-^m-^m^o 
n.^ 7 2. 1 % fi^®^ 

'H-NMR (DMSO-de) : 7. 03 ( 1 H, d, J = 9. OHz), 7. 4 
8 (IH, dd, J = 8. 7, 2. 7Hz), 7. 56 (IH, d, J = 9. 9H 
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z), 7. 90 (IH, d, J = 2. 7Hz), 7. 9 9-8. 0 3 ( 1 H, m) , 
8. 21 (IH, dd, J = 6. 6, 2. 4Hz), 10. 63 (IH, s), 1 
1. 5 8 (IH, s). 

^(1109 : 5-:/n^-N- [4-^nn-3- {Y 3 y I'^-^n y 
/V] -2-t Kn^>y^i/XT^ K ({b^i^#-^l 0 9) 

iDi^ -.37. 4 % 

'H-NMR (DMSO-de) : 6 6. 98 (IH, d, J = 8. 7Hz), 7. 
59 (IH, dd, J=8. 7, 2. 4Hz), 7. 73 (IH, d, J = 8. 7 
Hz), 7. 98 (IH, d, J = 2. 4Hz), 8. 00 ( 1 H, dd, J = 8. 
7, 2. 4Hz), 8. 31 (IH, d, J = 2. 4Hz), 10. 68 ( 1 H, 
s), 11. 5 2 (IH, b r s). 

'^110:5— i!^i3t2— N— [3 — >'/v;^n — 5 —(by V fV-^xi y 
:=-}V\ -2-t: Kn:3fi/-<^XT^ K 1 0) 

i^3isf^bT. 5 - ^ n n iMJ ^/V^, ^-(^^3 5 - ( by :7/V;^n 

ilX^ : 6 2 . 0 % 

^H-NMR (DMSO-dg) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 

42 (IH, d, J = 8. 4Hz), 7. 48 ( 1 H, dd, J = 9. 0, 3. 0 

Hz), 7. 85 (IH, d, J = 2. 4Hz), 7. 94 ( 1 H, dd, J = l 

1. 4, 2. IHz), 7. 99 (IH, s), 10. 73 ( 1 H, s), 11. 4 
6 (IH, s). 

^Ill 1 1 : 5 [3-^^n^- 5- ( h y 7/^;^n^^/v) :7^^ 
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/V] - 2 - 1: Kn =3f iX-<^XT ^ K i^t^m^-^ 111) 
iiZ^ : 7 3 . 3 % 

^H-NMR (DMSO-dg) : 8 6. 99 (IH, d, J = 9. OHz), 7. 
60 (IH, dd, J = 9. 0, 2. 4Hz), 7. 72 (IH, s), 7. 97 
(IH, d, J = 2. 7Hz), 8. 16 ( 1 H, s), 8. 28 ( 1 H, s), 1 
0. 69 (IH, s), 11. 45 (IH, s). 

-^ij 1 1 2 : 5 ci o-N- L2-y/l-:tn-5 - {hV y y :x. 

::^;V\ -2-t Yxi^i/^l^XT^ K ({b-^#/#-^l 1 2) 

JlX^ : 7 7 . 9 % 

^H-NMR (DMSO-dg): 6 7. 0 7 ( 1 H, d, J = 9. OHz), 7. 

52 (IH, dd, J = 9. 0, 2. 7Hz), 7. 58-7. 61 (2H, m), 
7. 95 (IH, d, J = 2. 7Hz), 8. 71 ( 1 H, d, J = 7. 5Hz), 
10. 90 (IH, s), 12. 23 (IH, s). 

'^!lll3:5-i:7na-N- [2-:5^an-5- (h y :7/V:^n p( ^/V) :7a^c=: 
;v\ -2-t: Kc2=3ev^-<^XT5: K ({b^i^#-^l 1 3) 

WPfhX^X. 5-i^nnihy ^/V^, :S.t>^2 n n - 5 - ( h y :7/V;^n 7^ 

^/V) T::^ y >-^fflV^-C#■y 1 6 l^#(D^^t^ftV\ tlM{t:^#)^#7Co 
JDl^ : 4 9 . 1 % 

^H-NMR (DMSO-dg) :6 7. 09 (IH, d, J = 9. OHz), 7. 

53 (IH, dd, J = 9. 0, 3. OHz), 7. 55 ( 1 H, dd, J = 8. 
4, 2. 7Hz), 7. 83 (IH, d, J = 8. 4Hz), 7. 98 ( 1 H, d, 
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J = 3. OHz), 8. 88 (IH, d, J = 2. 7Hz), 11. 14 ( 1 H, 
s), 12. 3 9 (1 H, s). 

-^ll 1 1 4 : 5 -:/n^-N- 12-^ w- 5- (h]) y jV^n ^ =f-;V) "7 :iu:=. 
;v] -2-t Knde>x^:/XT^ K ab'a-#>#^l 1 4) 

: 3 4 . 2 % 

^H-NMR (DMSO-de) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 
56 (IH, ddd, J = 8. 1, 2. 4, 1. 2Hz), 7. 64 ( 1 H, dd, 
J = 8. 7, 2. 7Hz), 7. 83 ( 1 H, dd, J = 8. 1, 1. 2Hz), 
8. 11 (IH, d, J = 2. 7Hz), 8. 87 ( 1 H, d, J = 2. 4Hz), 
11. 12. (IH, s), 12. 42 (IH, s). 

^Tlll 1 5 : 5-:J^nn-2-t Knd{->>-N- [4-^hn-3- ( MJ 
y a^=-;V-\ ^Z^X'T^ K 1 5) 

J^3#|-i UT. 5 - n n f-y ^/V-^. RTJ 4 h ^- 3 - (h]) 7/1^^^^ 

It5t^ : 4 4 . 8 % 

'H-NMR (DMSO-de): 6 7. 0 4 ( 1 H, d, J = 9. OHz), 7. 
49 (IH, dd, J = 9. 0, 2. 7Hz), 7. 81 ( 1 H, d, J = 2. 7 
Hz), 8. 2 3-8. 24 (2H, m),-8. 43 ( 1 H, d, J = l. 2Hz), 
11. 02 (IH, s), 11. 30 (IH, br). 

'9^!lll6:5-:J^nn-2-t Kndr>>-N- [2-:=^hn-5- ihV 7 
n^^/V) :7^^/V] ^>-XT^ K ({k^i^#-^l 16) 

233 



wo 02/49632 



PCT/JPOl/11084 



um: 8. 1% 

^H-NMR (DMSO-dg) : 8 7. 0 8 (IH, d, J = 9. OHz), 7. 
53 (IH, dd, J = 8. 7, 2. 7Hz), 7. 73 (IH, dd, J = 8. 
4, 1. 8Hz), 7. 95 (IH, d, J = 3. OHz), 8. 36 ( 1 H, d, 
J = 8. 7Hz), 9. 01 (IH, d, J = l. 8Hz), 12. 04 ( 1 H, 
s), 1 2. 2 0 (IH, s). 

1 1 7 : 5 -:/n^- 2-fc Fn=3riX-N- [4-c:^bn-3 - (MJ :7/V:;t 
xi:^f-;v) y^^jVl -O-XT 5: K ({b^^^S^l 1 7) 

: 4 9 . 7 % 

'H-NMR (DMS O- de):^ 6. 99 (IH, d, J = 8. 7 Hz), 7. 
60 (IH, dd, J = 8. 7, 2. 4Hz), 7. 92 ( 1 H, d, J = 2. 7 
Hz), 8. 16 (2H, s), 8. 42 ( 1 H, s), 10. 93 ( 1 H, s ), 
11. 3 6 (IH, s). 

^Jl 18 : 5-i5^nn — 2-fc Fn=3eix-N- [2-p«^/V- 3 - ( MJ y/\^:t 
n^^/u-) '7^:=./]y2 -<^XT^ K 1 8) 

ilLJN-^bT. 5-:J^nniMJ^/v^, ^U?2-^5^/v-3- (fy:7/^:rn^ 
^/V) T::^y^^^VNTF[)l 6^|^^(D^f^^fTV\ ^ffl{b^#>^#fc:o 
: 1 4 . 5 % 

^H-NMR (DMSO- d ^) : 8 2. 36 (3H, d, J = l. 2Hz), 7. 
05 (IH, d, J = 8. 7Hz), 7. 46 ( 1 H, t, J = 8. IHz), 7. 
50 (IH, dd, J = 8. 7, 2. 7Hz), 7. 60 (IH, d, J = 7. 2 
Hz), 7. 99 (IH, d, J = 7. 2Hz), 8. 00 ( 1 H, d, J = 2. 
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4Hz), 10. 43 (IH, s), 12. 08 ( 1 H, s). ' 

-^Ij 1 1 9 : n - 2 - t V^xn^iy-N- [4 -^^yV- 3 — ( h y :7/V:^ 

n^5^/V) :7rc:=:/^] -^^-XT^ K ({^-^-^##1 1 9) 

HX^ : 8 0 . 2 % 

^H-NMR (DMSO-dg) : 6 7. 01 (IH, d, J = 8. 7Hz), 7. 
44 (IH, d, J = 8. 4Hz), 7. 47 ( 1 H, dd, J = 9. 0, 2. 7 
Hz), 7. 84 (IH, dd, J = 8. 4, 2. IHz), 7. 92 (IH, d, 
J = 2. 7Hz), 8. 13 (IH, d, J = 2. IHz), 10. 65 ( 1 H, 
s), 11. 6 8 (1 H, b r). 

-^ijl 20 : 5-^nn-2-fc Kn ^iy- N - [ 2 - ;^ ^/V- 5 - ( h y :7/V;^ 
HT^^/V) :7ai:=^/V] -<i/XT^ K ({b-a-^S-^l 2 0) 

T^y >'^ffiV^T^yl 6 |lI#(^^<t*tTV\ ^sib-a-^i^^fco 
mM : 7 3 . 3 % 

^H-NMR (DMSO-dg): 6 2. 3 9 (3H, s), 7. 0 7 (IH, d, 
J = 8. 7Hz), 7. 4 4-7. 5 4 ( 3 H, m), 7. 99 ( 1 H, d, J = 
3. OHz), 8. 43 (IH, s), 10. 52 ( 1 H, s), 12. 17 ( 1 H, 
b r s ). 

1 2 1 : 5-iJ7n n - 2 - fc Vn^-y-l^- [4-^ Y^l^- 3 - ( h y -7 ;V 
;^np{^/v) y:^=.;v] ^i^XT^ K (fb^W-^1 2 1) 
Jd^N-irbT. 5-i^ n ^i^y :SL-a?4 f =¥ix- 3 - (fy:7/V;^n 

T^y ^-^^v^T^lll 6 ^iKiiii<^^i^^m\ mm^t-^^^ntco 
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i^m : 7 9 . 1 % 

'H-NMR (DMSO-dg): 8 7. 0 2 ( 1 H, d, J = 9. OHz), 7. 
30 (IH, d, J = 9. OHz), 7. 48 ( 1 H, dd, J = 9. 0, 3. 0 
Hz), 7. 92 (IH, dd, J = 9. 0, 2. 4Hz), 7. 96 ( 1 H, d, 
J = 2. 7Hz), 8. 04 (IH, d, J = 2. 4Hz), 10. 47 (IH, 
s), 11. 7 8 (IH, s). 

mi 2 2 : 5->''n^-2-t Kn^iX-N- [3-p( h=3riX-5- ( MJ :7/V 
p( ^7V) :7 ^^XT ^ K (>fk'^#>#-^ 12 2) 

:^^;\.) T^y ^-^^vNT^iii 6 ^iDito^{'^^^TV\ mmw^-^m^mco 

: 5 8 . 8 % 

'H-NMR (DMSO-dg) : 6 3. 8 5 ( 3 H, s), 6. 9 8 (1 H, d, 
J = 8. 7Hz), 7. 03 (IH, s), 7. 57-7. 61 (2H, m), 7. 
77 (IH, s), 8. 00 (IH, d, J = 2. 4Hz), 10. 57 (IH, 
s), 11. 5 6 (1 H, s). 

^!ll 2 3 : 5-:/n^-2-fc Kn^riy-N- l2~^ h=3f->-5- ( MJ "7 ;V 
;^n;^^/V) :7a.::^/V] ^^XT^ K ({^-^^^^#-^1 2 3) 

mMh\^X^ 5-:/n^1hy ^/v^, :S.t>'2 h =3riy- 5 - (fy:7/^:^n 



IDI^ : 7 1 . 3 % 

^H-NMR (DMSO-dg) :6 3. 99(3H, s), 7. 03(1H, d, 
J = 9. OHz), 7. 30 (IH, d, J = 8. 7Hz), 7. 47-7. 51 
(IH, m), 7. 6 1 (IH, dd, J = 9. 0, 2. 4Hz), 8. 10 (1 
H, d, J = 2. 4Hz), 8. 82 ( 1 H, d, J = 2. IHz) 11. 03 (1 
H, s), 12. 19 (IH, s). 
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mi 2 4 : S-iJ^nn-t Kn^V-N- [2-^ h^i/-5- ( hU :7/U:;tvi 
:7^^/V] -2-<>'XT5 K (it-^^^-^l 2 4) 
115^^ UX^ 5 ct n-thy 5=-/^^. <S.t>'2-p( h^iy~5- (h])-7/)^:tv 

Jt2^ : 8 3 . 4 % 

^H-NMR (DMSO- dg) : 6 4. 0 0 ( 3 H, s ), 7. 08 ( 1 H, d, 

J = 9. OHz), 7. 30 (IH, d, J = 8. 7Hz), 7. 47-7. 52 

(2H, m), 7. 97 ( 1 H, d, J = 2. 7Hz), 8. 83 ( 1 H, d, J 

= 2. 4Hz), 11. 05 (IH, s), 12. 17 ( 1 H, s). 

'^!|125 : 5— ^nn — 2 — t Kn^ix— N— [ 2 — ^ ^/l^^/V^ r — /l^— 5 — 

( h y :7/v:^n7<^/v) ^^-xr^ K ({k-a-^/S-^i 2 5) 

^/v) T^yi/^ffivNT^iii 6ii^=^cD^j^^m\ mmit^m^mco 

: 7 9 . 2 % 

'H-NMR (DMSO-de): 5 2. 57 (3H, s), 7. 07 ( 1 H, d, 
J = 8. 7Hz), 7. 52 (IH, dd, J = 8. 7, 2. 4Hz), 7. 55 
(IH, dd, J = 8. 4, 1. 5Hz), 7. 63 (IH, d, J = 8. IHz), 
8. 00 (IH, d, J = 2. 4Hz), 8. 48 ( 1 H, d, J = l. 5Hz), 
10. 79 (IH, s), 12. 26 (IH, s). 

Ml 2 6 : 5->^n^- 2-t Vn^iy-N- [2- (1 - t;° n y i;i>:=^/V) - 5 
- ( h y :7/V;^np(^/l') :7zj^:=^/U'] ^lypCT^ K ({b-a^^S-i- 1 2 6 ) 

iii)|s|-^ LT. 5-:/t3^ify ^/v^, St52- ( i - y -5 - (b 

y :7/V';ra^^/v) T=y ^^ffiv^TMl 6 ^;im'mcDm#^m\ ^M^b^^^^ 
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iCi^ : 4 4 . 5 % 

^H-NMR (DMSO-dg): 5 1. 86-1. 91 (4H, m), 3. 20 
— 3. 26 (4H, m), 6. 99 (1 H, d, J = 8. 7Hz), 7. 07 (1 
H, d, J = 8. 7Hz), 7. 43 ( 1 H, dd, J = 8. 7, 2. IHz), 
7. 62 (IH, dd, J = 8. 7, 2. 4Hz), 7. 94 ( 1 H, d, J = 2. 
IHz), 8. 17 (IH, d, J = 2. 4Hz), 10. 54 ( 1 H, s), 12. 
2 1 (1 H, s). 

-Fiji 2 7 : 5-yn^-2-t Kn^iX-N- [2-^/Vj3n1; y-5- (h U 7 
ya^c=./i^2 ^^-XT5 K (ib-a-^JS^l 2 7) 

HX^ : 6 5 . 9 % 

^H-NMR (DMSO- d q) : 5 2. 90 (4H, dd, J = 4. 5, 4. 
2Hz), 3. 84 (4H, dd, J=4. 8, 4. 2Hz), 7. 09 ( 1 H, 
d, J = 8. 4Hz), 7. 48 ( 2 H, s), 7. 61 ( 1 H, dd, J = 8. 
4, 2. 7Hz), 8. 13 (IH, d, J = 2. 7Hz), 8. 90 ( 1 H, s), 
11. 21 (IH, s), 12. 04 (IH, s). 

1 2.8 : 5-^t2)a - 2 - t Vn^iy-N- [4— (hi; :7/V::^n ^/v) y 

-<i/XT5: F (ib-a^i^S^i 2 8) 

mP^tX^X. ^/Vm> :S.t>*4- (h y 7/V:^n7(^7V) Tc=^U 

V^ffiVNT^lJl 6 ^|lI«cD3t^^^m\ ;^M<b^#/^^#fc:o 
: 7 5 . 0 %. 

^H-NMR (DMSO - de):^ 7. 04 (IH, d, J = 9. OHz), 7. 
48 (IH, dd, J = 8. 7, 2. 7Hz), 7. 74 ( 2 H, d, J=8. 7 
Hz), 7. 90 (IH, d, J = 2. 7Hz), 7. 95 (2H, d, J = 9. 
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OHz), 10. 65 (IH, s), 11. 59 ( 1 H, s). 

Ml 2 9 : 5 -y'n^-N- [2-i^nn-4- (h V 7/W:^n :7a^^ 
- 2 - 1 K n =3e->-<^XT ^ K (it-^mWr-^ 12 9) 

: 3 4 . 9 % 

'H-NMR (DMSO-dg) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 
64 (IH, dd, J = 8. 7, 2. 7Hz), 7. 79 ( 1 H, dd, J = 9. 
0, 2. IHz), 7. 99 (IH, d, J = 2. IHz), 8. 11 ( 1 H, d, 
J = 2. 4Hz), 8. 73 (IH, d, J = 9. OHz), 11. 15 (IH, 
s), 12. 4 2 (IH, s). 

mi ^0 : 2-T-fe hdri/-5-^nn-N- [2-i^nn-5- (h ]) :7/U:^ 
xj:^^;V) •7a^=-;v\ ^^XT^ K {{Y.-^^am^l 3 0) 

j^i^ibT^ 5-i^nn-N- [2-i^nn-5- ( h y :7/V;rn p< ^/V) ^ 
oz^/V] -2-t Kn:3ri/^^XT$ K. ^tJ^T-fe^/^i^^ n y K^;BVn-C^!J9 6 

: 3 4 . 0 % 

^H-NMR (CDClg):^ 2. 39 (3H, s), 7. 16 (IH, d, J 
= 8. 7Hz) ,7. 37 (IH, ddd, J = 8. 7. 2. 4, 0. 6Hz), 
7. 51-7. 56 (2H, m), 7. 97 ( 1 H, d, J = 3. OHz), 8. 
85 (IH, s), 8. 94 (IH, d, J = l. 8Hz). 

^!|131:N- [2->^nn-5- (hy V ;V^xi :^ ^/V) y au:x.;V\ - 2 - t 
Kn dri/- ^-:=.y n-<:/XT ^ K iAY.'^mm^- 13 1) 
igJf^^ibT, 5-^ fni^-y ^/U-^, :SLU«2-i:7nn-5- (by7/V:^np( 
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: 3 1 . 1 % 

'H-NMR (DMSO-dg): b 6. 98 (IH, d, J = 9. 3Hz), 7. 
52 (IH, dd, J = 8. 4, 2. IHz), 7. 81 ( 1 H, d, J = 8. 4 
Hz), 8. 21 (IH, dd, J = 9. 0, 3. 3Hz), 8. 82 ( 1 H, d, 
J = 3. OHz), 8. 93 (IH, d, J = 2. 4Hz), 12. 18 ( 1 H. 
s). 

M132:N- [2— (MJ >'/^:^ci ^ ^/W) :7 - 2 - t 

K n 5 - p« ^/V-<^XT ^ K ({b-a^i^S^ 13 2) 

: 1 5 . 8 % 

^H-NMR (CDClg):^ 2. 36 (3H, s), 6. 95 (IH, d, J 
= 8. IHz), 7. 26-7. 31 (2H, m), 7. 37 ( 1 H, d d, J = 
8. 4, 1. 8Hz), 7. 56 ( 1 H, d, J=8. 4Hz), 8. 65 ( 1 H, 
br s),8.80(lH, d,J = 1.8Hz), 11.33(1H, br s). 

Ml 3 3 : N- [2->^nci-5- (MJ y ;V:^n ya^=.;V'] -2-t 

Knaf-^>-5-^ h^^riy-^^XT^ K ({b-^i^#^ 1 3 3) 
mMh\^X. 5-:^ S.r>'2 -i^ n n - 5 - (MJ7/i-:^n 

i|3J^ : 5 6 . 4 % 

^H-NMR (DMSO-dg) : 6 3. 7 7 (3H, s), 6.9 1 ( 1 H, d, 
J = 9. OHz), 7. 07 (IH, dd, J = 8. 7, 3. OHz), 7. 20 
(IH, t, J = l. 8Hz), 7. 5 2-7. 5 4 (3H, m), 10. 33 (1 
H, s), 11. 4 4 (IH, s). 
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K n ^ v-- 5 - 7« f-/U^:yXT 5 K iit^^^-^ 13 4) 
liji^ : 7 0 . 4 % 

^H-NMR (DMSO-dg) :§ 2. 29 (3H, s), 6. 91(1 H, d, 
J = 8. 3Hz), 7. 27 (IH, ddd, J = 8. 3, 2. 2, 0. 6Hz), 

7. 71 (IH, d, J = 2. 2 Hz), 7. 72 (IH, d, J = 8. 5 Hz), 

8. 02 (IH, dd, J = 8. 5, 2. 5Hz), 8. 33 ( 1 H, d, J = 2. 
5Hz), 10. 64 (IH, s), 11. 25 ( 1 H, s). 

^!j 1 3 5 : 2- t rti^ly- 5 5=-/^-N- [4-p<^/V- 3 - ( h P :7/ix;^ 
np<^/l^) -<^XT^ K ({b'a^i^#-^l 3 5) 

^/v) T^y^^^BvNT^yi 6iiii^cD^{^^tTV\ -mm^t^m^mco 

: 6 3 . 7 % 

^H-NMR (DMSO-dg) : 8 2. 29 (3H, s), 2. 42 (3H, s), 
6. 89 (IH, d, J = 8. 4Hz), 7. 26 (IH, ddd, J = 8. 4, 
2. 1, 0. 6Hz), 7. 44 ( 1 H, d, J = 8. IHz), 7. 75 ( 1 H, 
d, J = 2. IHz), 7. 86 (IH, dd, J = 8. 4, 1. 8Hz), 8. 
13 (IH. d, J = 2. IHz), 10. 50 ( 1 H, s), 11. 42 ( 1 H, 
s). 

-B^lll 3 6 : 2-fc Kn^-iX- 5 -^^/V-N- [2-^^/V-5 - ( h ]) 
V2?if-M y^:=.;V\ ^VXT^ K iWL-^m^^^ 3 6) 



241 



wo 02/49632 PCT/JPOl/11084 

: 1 4. 2%, 

^H-NMR (DMSO-dg) :6 2. 29 (3H, s), 2. 38 (3H, s), 
6. 94 (IH, d, J = 8. 4Hz), 7. 2 7 (IH, ddd, J = 8. 4, 
2. 4, 0. 6Hz), 7. 44 ( 1 H, dd, J = 8. 1, 1. 5Hz), 7. 
52 (IH, d, J = 7. 8Hz), 7. 84 ( 1 H, d, J = 2. 4Hz), 8. 
46 (IH, d, J = l. 5Hz), 10. 55 ( 1 H, s), 11. 72 ( 1 H, 
s). 

1 3 7 : 2 - t Kn ^^fv^-N- lA-^ V^^y- 3 - ( MJ 
^ a. =.;V-\ -b-^ ^/V^i^XT ^ K ({b^-a-^*^ 13 7) 
i^5|sf^;UT. 5-p?^/l-1^y ^/V^. m^A-;^ V^l^-Z- (MJ:7/v;^n 

ilK^ : 6 5 . 1 %. 

^H-NMR (DMSO-ds) : 6 2.3 5 ( 3 H, s), 3.8 9 ( 3 H, s), 
6. 88 (IH, d, J = 8. 4Hz), 7. 26 ( 1 H, dd, J = 8. 1, 1. 
8Hz), 7. 30 (IH, d, J = 8. 4Hz), 7. 77 ( 1 H, d, J = 2. 
IHz), 7. 92 (IH, dd, J = 9. 0, 2. 7Hz), 8. 04 (IH, 
d, J = 2. 7Hz), 10. 42 ( 1 H, s), 11. 54 ( 1 H, s). 

^Tijl 3 8 : 2-t Kn=3r>>-N- [2-^ b^iX-5- ( :7/^;^n ^ ^/l) 
7 ^ - 5 - p« ^/P^:/XT ^ K {.it-^m^^- 13 8) 

J!^^i!b-C. 5-^^/P-y-y :S.tK2-;'( b^>>-5- (hy:7/V:^n 

: 7 7 . 9 % 

^H-NMR (CDCl 3):6 2. 35 (3H, s), 4. 02 (3H, s), 
6. 93 (IH, d, J = 9. OHz), 6. 98 ( 1 H, d, J=8. 4Hz), 
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7. 25-7. 28 (2H, m), 7. 36 (IH, ddd, J = 8. 4, 2. 1, 
0. 9Hz), 8. 65 (IH, br s), 8. 73 ( 1 H, d, J = 2. IH 
z), 11. 6 9 ( 1 H, s ). 

^Ill 3 9 : 5-:/n^-2-fc Kn ^i/-N-:7^^/V^>^Xr 5: K (^b-^i^S 
-^1 3 9) 

: 6 8 . 8 % 

mp 229-230^. 

^H-NMR (DMSO-dg) : 8 6. 96 (IH, d, J = 9. OHz), 7. 
12-7. 18 (IH, m), 7. 35-7. 41 ( 2 H, m), 7. 58 ( 1 H, 
dd, J = 8. 7, 2. 7Hz), 7. 67-7. 71 ( 2 H, m), 8. 08 (1 
H, d, J = 2. 7Hz), 10. 43 ( 1 H, s), 11. 87 ( 1 H, s). 

-^Jl 4 0 : 5 ->^n^-N- ( 3 - n n :7 - 2 - t Kn ^V^:/XT 

^ K iit^m^^i 4 0) 

llZ^ : 6 3 . 1 % 

mp 231-232 °C. 

^H-NMR (DMSO-dg) :5 6. 97 (IH, d, J = 8. 7Hz), 7. 
19-7. 22 (IH, m), 7. 38-7. 43 (IH, m), 7. 5 7-7. 
63 (2H, m), 7. 91-7. 92 (IH, m), 8. 01 (IH, d, J 
= 2. 7Hz), 10. 49 (IH, s), 11. 64 ( 1 H, s) . 

fil 1 4 1 : 5 -:/n^-N- ( 4 - n n :7 _ 2 - fc Kn ^^r-i/^^-XT 



243 



wo 02/49632 



PCT/JPOl/11084 



^ K 4 1) 

ts^xx^^^ : B 0 8 9 7 

'^i|142:5-iJ'nn— N— (2, 5 — n n :7a^cx/v) — 2 — fc Kn driy^ 
>'XT5 K ({b^W^l 4 2) 

iUl^ : 1 0 . 8 % 

^H-NMR (DMSO - d g): 6 7. 08 (IH, d, J = 9. OHz), 7. 
24-7. 2 8 (IH, m), 7. 5 0-7. 5 4 ( 1 H, m), 7. 61 ( 1 H, 
dd, J = 9. 0, 3. OHz), 7. 97 ( 1 H, d, J = 2. 7Hz), 8. 
58 (IH, d, J = 2. 4Hz), 11. 02 ( 1 H, s), 12. 35 ( 1 H, 
b r s). 

'^ll 1 4 3 : 5 -:/n^-N- (3, 4 - n n ^ c=^/V) 
VXT ^ K {{Y.'^m^^ 14 3) 
iE5|s|-^bT. 5->^^n^f-y ^/VM. :S:t)?3, 4 -i^^ n n Tc^y ^^^V^T 

iR* : 5 8 . 2 % 

mp 249-251 °C. 

'H-NMR (DMSO-dg) : 6 6. 9 7 (IH, d, J = 8. 7Hz), 7. 
57-7. 70 (3H, m), 7. 98 (IH, d, J = 2. 7Hz), 8. 10 
(IH, d, J = 2. 4Hz), 10. 54 ( 1 H, s), 11. 55 ( 1 H, s). 

^Il 1 4 4 : 5 -T'n^-N- (3, ^ --yy ;v^xiy :^:=-;V) 
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^^-XT ^ K 14 4) 

xmi 6 tmm'Dmi'f^n\^\ mmit^^^m^o 

m^m : 3 6 . 3 % 

mp 259-261 1:. 

^H-NMR (DMS O - d : 8 6. 96-7. 04 (2H, m), 7. 45 
-7. 54 (2H, m), 7. 58 (IH, dd, J = 8. 7, 2. 7Hz), 7. 
94 (IH, d, J = 2. 7Hz), 10. 60 (IH, s) 11, 48 (IH, 
s). 

^!ll 4 5 : 2-T-fe h=3ri>'-N- (3, 5 — i?^ n n 7 znc:^/V) ^>XT^ K (ik 
-e-#»#-i-l 7 2) 

i^^ffivN-c#-f]2 (1) tmm(Dmff^n\^\ mmit^m^mc. 

m^m : 7 3 . 5 % 

mp 16 7-16 BT:. 

^H-NMR (CDCla):^ 2. 35 (3H, s), 7. 14-7. 18 (2 

H, m), 7. 3 5-7. 40 ( 1 H, m), 7. 5 2- 7. 5 7 ( 3 H, m), 7. 

81 (IH, dd, J = 7. 8, 1. 8Hz), 8. 05 (IH, brs). 

^Ill 4 6 : N- (3, 5-t^^nn:7;nc:^/V) - 2-t Kn =3ri/^^XT 3: K (it 
'a^i^#-^14 5) 

WMt\^X. 2 -T-fe h^->/-N- (3, 5~i^^titi-7zr,^/U) ^> XT ^ 

K^^vNT^(i2 (2) ^pit^o^^t^^TVN, mmih^m^mno 

m^m : 6 0 . 3 % 

mp 2 18-21 9t:. 

^H-NMR (DMSO-dg): 6 6. 9 5-7. 0 2 (2H, m), 7. 35 
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-7. 36 (IH, m), 7. 42-7. 47 (IH, m), 7. 83-7. 87 
(3H, m), 10. 54 ( 1 H, s), 11. 35 ( 1 H, s). 

#0147 :N— (3, 5—i^^vivi:7az=./V) — 5 — ^ /V:^n — 2 — H 
-<:xXT^ K ({^'^"^^##1 4 6) 

: 3 3 . 3 % 
mp 258-260 °C. 

^H-NMR. (DMSO-dg) :6 7. 00-7. 05 (IH, m), 7. 28 
-7. 37 (2H, m), 7. 63 ( 1 H, dd, J = 9. 3, 3. 3Hz), 7. 
84 (2H, d, J = 2. IHz), 10. 56 (IH, s), 11. 23 ( 1 H, 
s). 

^Ill 4 8 : 5— ^nn— N— (3, 5 — i^^iJ' o n — 2 - Kn =3^^/^ 

^XT ^ F ({t^^i^#^ 14 7) 

^!ll 6^ll«<5D^<'^^m\ ^M{b^i|^^#fc„ 
HSCm : 4 1 . 2 % 

^H-NMR (DMSO-dg) : 8 7. 03 (IH, d, J = 9. OHz), 7. 
3 6 -7. 3 7 (IH, m), 7. 48 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 8 3-7. 8 4 (3H, m), 10. 56 ( 1 H, s), 11. 44 ( 1 H, 
s). 

^!ll 4 9 : 5-:7'n^-N- (3, 5 -i^ii^ n ai:=^/V) - 2 - M ]i^tz^iy^ 
VXT ^ K (it-^mm'^ 14 8) 
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aSim : 6 1 . 6 % 

mp 243-244 °C. 

'H-NMR (DMSO-dg): 5 6. 9 8 (IH, d , J = 8. 7Hz), 7. 
3 6- 7. 3 7 (IH, m), 7. 59 ( 1 H, dd, J = 9. 0, 2. 4Hz), 
7. 83 (2H, d, J = l. 8Hz), 7. 95 ( 1 H, d, J = 2. 4Hz), 
10. 56 (IH, s), 11. 46 (IH, s). 

^Ill 5 0 : N- (3, nny=t^::^/l^) -2-1: ]^x:i ^iy- 5 — 3 ^ 

^/XT5 K iit^m^^l 4 9) 

^ll 1 6 i III1i<D^f^^^TVN. ^a{b^i|^^#fCo 

IR^ : 6 5 . 4 % 

mp 244-245 °C. 

^H-NMR (DMSO-dg) : 6 6. 8 4 (IH, d, J = 9. OHz), 
7. 35-7. 37 (IH, m), 7. 72 (IH, dd, J = 9. 0, 2. 1 
Hz), 7. 83 (2H, d, J = l. 8Hz), 8. 09 ( 1 H, d, 3 = 2. 
IHz), 10. 55 (IH, s), 11. 45 ( 1 H, s) . 

Ml 5 1:3, S-v^lT'n^-N- (3, 5 -i^^i^ n n y ^:=./\y) — 2 - t: Kn 
:3ev'-<>'XT^ K 5 0). 

m^t\^X, 3, 5-i^-^^^-^Vf-/l^l^s RXf^S, 5-i^i^nnT^y 
ffiVNTMl 6 illI«<Dm{^^m\ ^®^b^4^^#fCo 

: 4 4 . 2 % 
mp 181-182 1). 

^H-NMR (DMSO-dg): 8 7. 4 2-7. 4 3 (IH, m), 7. 80 
(2H, d, J = l. 8Hz), 8. 03 ( 1 H, d, J = 2. IHz), 8. 1 
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7 (IH, d, J = 2. IHz), 10. 82 ( 1 H, s). 

Ml 5 2 : A-^n n-N- (3, 5 - v^i^ n n - 2 - t Ko ^iy^ 

:yXT 5: K {it-^m^^ 15 1) 

Fill Q bmm(omY^^n^^\ mmit-^m^m^o 

J|X^ : 5 7 . 2 % 

mp 255-256^, 

^H-NMR (DMSO-de) :5 7. 03-7. 06 (2H, m), 7. 34 
-7. 36 (IH, m), 7. 82-7. 85 (3H, m), 10. 51 (IH, s), 
11. 70 (IH, brs). 

#ij 1 5 3 : N- (3 , 5 - v^i^ n ny - 2 - t Kn 5 -c^ h 

i^XT 5: K 15 2) 

i^^i UT, 5-c=^ hnf-y ^/V^, :S:tJ?3, 5 - v^iJ' n nT^y ^^^^VnT 
Fill 6 i:IW|#(DS'^t^^TV^, SM'fb-^ilt/^^tfCo 
IR^ : 8 3 . 1 % 
mp 2 3 2 — 2 3 3. 

^H-NMR (DM SO - dg): 5 7. 16 (IH, d, J = 9. 6Hz), 
7. 3 7- 7. 3 9 (IH, m), 7. 84 ( 1 H, d, J = 2. IHz), 8. 
29 (IH, dd, J = 9. 0, 3. OHz), 8. 65 ( 1 H, d,,J = 3. 0 
Hz), 10. 83 (IH, s). 

Fill 5 4 :N- (3, 5 -v?i^ n n :7 3^=/V) - 2 - t Kn d^iy- 5 - 
:/XT 5 K ('fb^i^## 15 3) 

Fiji q tmmo:>mw^n\^^^ umi^-^m^nt^o 

248 



wo 02/49632 



PCT/JPOl/11084 



itSL* : 7 1 . 0 % 

mp 216-217 °C. 

^H-NMR (DMSO-dg) : 8 2. 28 (3H, s), 6. 90 (IH, 
d, J = 8. 4Hz), 7. 26 (IH, dd, J = 8. 7, 1. 8Hz), 7. 
3 4-7. 3 6 (IH, m), 7. 67 ( 1 H, d, J = l. 5Hz), 7. 85 
(2H, d, J = l. 8Hz), 10. 52 (IH, s), 11. 15 (IH, s). 



^0155 :N- (3, 5 -i^^ nn:7^c:i/k) - 2 - t: V^^iy- 5 - ;^ 
-<>:XT 5: K ('fb##l#^ 15 4) 

T^j 1 6 ^ w\m(D^w^m-^. WMit^m^m^o 

HX^ : 2 9 . 8 % 

mp 230-232 °C. 

'H-NMR (DMS O- de):^ 3. 76(3 H, s), 6. 95(1H, 
d, J = 8. 7Hz), 7. 08 ( 1 H, dd, J = 9. 0, 3. OHz), 7. 
3 5-7. 3 6 (IH, m), 7. 40 (.1 H, d, J = 3. OHz), 7. 85 
(2H, d, J = l. 5Hz), 10. 55 ( 1 H, s), 10. 95 ( 1 H, s). 

^Jl 5 6 : 5-:^n^— 2-fc Kn:3ri/-N- (3, 4, b — h ]) ^ n 
;V) ^lyXT 5 K (it^mm-^ 15 5) 
WMt\^X. 5->^n^i^y^/^^, ^tJ«3, 4, 5- b y i:7nnT^y 

ItX^ : 7 8 . 6 % 

mp 2 9 7 - 2 9 9°C. 

^H-NMR (DMSO-de) :6 6. 98 (IH, d, J = 9. OHz), 7. 
58 (IH, dd, J = 8. 4, 2. 4Hz), 7. 95 ( 1 H, d, J = 2. 4 
Hz), 8. 03 (IH, s), 10. 58 ( 1 H, s), 11. 49 ( 1 H, s). 
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5 7 : 5-yn^-2-t: Kn^SriX-N- (3, 5 - i/tJ^ n a - 4 - t Kn 
^-^y:x^^;v) ^^XT^ K 5 6) 

2 2. 5 %) ^#fCo 

'H-NMR (DMSO- d e) : 5 6. 96 ( 1 H, d , J = 8. 7Hz), 7. 
58 (IH, dd, J = 8. 7, 2. 4Hz), 7. 76 (2H, s), 8. 01 
(IH, d, J = 2. 4Hz), 10. 03 ( 1 H, s), 10. 36 (IH, s), 
11. 67 (IH, brs). 

#!jl 5 8 : 5-i^nn-2-t: Ko^iX-N- (2, 3, 4, 5, Q—^l^^y 
^>-XT^ K ({(i'g'if^*-^ 1 5 7) 
Ml^i:bT. S-i^nni^y^^/l^^, ^tJ«2, 3, 4, 5, 6-^>-^:7/V:^ 

: 5 8 . 6 % 

'H-NMR (DMSO-dg): 5 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 
53 (IH, dd, J = 8. 7, 2. 7Hz), 7. 91 ( 1 H, d, J = 2. 7 
Hz), 10. 38 (IH, brs), 11. 74 ( 1 H, brs). 

M 1 5 9 : 5 -:/n^-N- (3 , 5 - v?^ b a :7 c:^/V) 2 - t Kn :3{-iy-^ 
VXT^ K ({b^i^##l 5 8) 

JIX^ : 3 2 . 2 % 

mp 258 — 26 OX:. 

'H-NMR (DMSO - de) : 8 6. 98-7. 02 (IH, m), 7. 59 
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-7. 63 (IH, m), 7. 96-7. 97 (IH, m), 8. 56-8. 58 
(IH, m), 9. 03-9. 05 (2H, m), 11. 04 (IH, s), 11. 
3 9 (1 H, b r s). 

M 1 6 0 : N- { 2 , 5-\f:^ 1(1, 1 -^^^ ^/V) ^^/V] :7 3^::^/^} - 5 - 
>5rnt3-2-fcKn ^iy^l^XT ^ K ({k-^^^*"!- 15 9) 

mntL-Xs RXf2, 5-e;^[(l, l-v^;>(^/V) 

^^/v] T^y^-^fflVNT^-ill 6i!l^^^<DMf^^m\ ^M{k^#tr#fc:o 
: 7 5 . 7 % 

^H-NMR (DMSO-de) :6 1.27(9H, s), 1.33(9H, s), 
7. 04 (IH, d, J = 9. OHz), 7. 26 ( 1 H, dd, J=8. 4, 2. 
IHz), 7. 35-7. 38 (2H, m), 7. 49 (IH, dd, J = 8. 7, 
2. 7Hz), 8. 07 (IH, d, J = 2. 4Hz), 10. 22 (IH, s), 
12. 38(1H, br s). 

Ml 6 1 : 5-i^nn-N- [5- (1, 1 -i^T^^/V) h^iy 
-2-1: Kn:3r^>^^XT^ K (ll::^i^#-§-l 6 0) 
jg^^LT. 5-^nnf-y ^/V^, ^tJ«5- [(1, l-v^^^/V-) ^^/V] 

IlX^ : 8 9 . 5 % 

^H-NMR (DMSO-dg) :6 1. 28 (9H, s), 3. 33 (3H, s), 
7. 01 (IH, d, J = 8. 7Hz), 7. 05 (IH, d, J = 9. OHz), 
7. 11 (IH, dd, J = 8. 7, 2. 4Hz), 7. 47 (IH, dd, J = 
9. 0, 3. OHz), 7. 99 ( 1 H, d, J = 3. OHz), 8. 49 ( 1 H, 
d, J = 2. 4Hz), 10. 78 ( 1 H, s), 12. 03 ( 1 H, s). 

Ml 6 2 : 5-:7^n^-N- (3, 5 -i/^^ 5^/^:7 ^^/P-) -2-t:Kn^t/^ 
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^XT ^ K ({b-a-^/*-^ 16 1) 

^01 6 tmm(Dmi¥^n\^\ mmit-^m^mcc 

: 5 8 . 1 % 
mp 188-19 0°C. 

^H-NMR (DMSO-dg) -8 2. 28 (6H, s), 6. 80 ( 1 H, 
s), 6. 96 (IH, d, J = 8. 7Hz), 7. 33 (2H, s), 7. 5-8 (1 
H, dd, J = 9. 0, 2. 4Hz), 8. 10 (IH, d, J=2. 4Hz), 
10. 29 (IH, s), 11. 93 (IH, brs). 

#!|163:N-{3, 5 - If ;^ [( 1 , 1 - v?^ ^;\^) =^^;v'] y ^^^/V} - 5 - 
^X2n-2-}i Kn:35^->^i/XT^ K {it^m^^l 6 2) 

i^3|S|.ib-C. 5-^ nnf-y ^/V^, Rt/3, 5 - [(1, l-v^^^/U-) 

: 3 4 . 1 % 

^H-NMR (CDCla):^ 1. 26 (18 H, s), 6. 99 (IH, d, 
J = 8. 7Hz), 7. 29 (IH, t, J = l. 8Hz), 7. 39 (1. dd. 
J = 9. 0, 2. 4Hz), 7. 41 ( 2 H, d, J = l. 5Hz), 7. 51 (1 
H, d, 1 = 2. iHz), 7. 81 (IH, br s), 12. 01 ( 1 H, s). 

#111 6 4 . -N- {3, 5-lf>^ [(1, l-v^7^9=-/V) =^f-/V] y^:^/V} -5- 
-fn^-2-}i Knd5-iX^^XT5: K ({^-^-##^1 6 3) 

JlX^ : 4 5 . 2 % 

^H-NMR (DMS O - dg, 6):1. 30 (18 H, s), 6. 95 (IH, 
d, J = 8. 7Hz), 7. 20 (IH, t, J = l. 5Hz), 7. 56 ( 2 H, 
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d, J = l. 5Hz), 7. 58 (IH, dd, J = 8. 7, 2. 4Hz), 8. 
12 (IH, d, J = 2. 7Hz), 10. 39 (IH, s), 11. 98 (IH, 
s). 

^Ill 6 5 : 5-i?'nn-2-t Knd{^v-- (3, 5, 5, 8, 8-^^^^^f^/V 
-5, 6, 7, 8-7" t Kn-^:7^lx^^- 2--Y/V) ^^'XT^ K aii'a^il^ 
#-f-16 4) 

M^lsfi bT^ S-ti^nniMJ^^/V^, :S.tJ«2-T^ /-3, 5, 5, 8, 8- 
^l^^ ?^^/\^-5, 6, 7, 8 -T b 7t K^-:^:7i5? l/>':^fflVNT^!ll 6 

: 7 7 . 5 % 

^H-NMR (DMSO-dg) :6 1. 23 (6H, s), 1. 24(6 H, s), 
1. 64 (4H, s), 2. 19 (3H, s), 7. 13 ( 1 H, d, J = 9. 0 
Hz), 7. 20 (IH, s), 7. 49 ( 1 H, dd, J=8. 7, 2. 7Hz), 
7. 67 (IH, s), 8. 04 (IH, d, J = 2. 7Hz), 10. 23 (1 
H, s), 12. 2 6 (1 H, s). 

^!J166:N- (\f7=c^=^/U—3-^/U) - 5 n a - 2 - t Kn :3riX-<>'X 
K Wl^-a^il^*-^ 1 6 5) 

IR^ : 7 5 . 6 % 

^H-NMR (DMSO-dg) :6 7. 04 (IH, d, J = 8. 7Hz), 7. 
3 5-7. 4 4 (IH, m), 7. 4 5-7. 5 4 ( 5 H, m) , 7. 65-7. 
-68 (2H, m), 7. 72 ( 1 H, dt, J = 7. 2, IHz). 7. 99 (1 
H, d, J = 3. OHz), 8. 03 ( 1 H, m), 10. 50 ( 1 H, s), 11. 
8 3 (IH, b r s). 
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^0167 : 5-i^nn-2-fc Kn^ariz-N- (4-;^ b ^^iXlf 7 aic:^/!^- 3 - 
^/v) ^^Xt5: k (it^^m-^i 6 6) 

JtX^ -.37.0% 

'H-NMR (DMSO-dg): 6 3. 9 5 (3H, s), 7. 0 8 ( 1 H, d, 
J = 8. 7Hz), 7. 20 (IH, d, J = 8. 4Hz), 7. 34 ( 1 H, t, 
J = 7. 2Hz), 7. 40-7. 5 0 ( 4 H, m), 7. 62 ( 1 H, d, J = 
8. 7Hz), 8. 00 (IH, d, J = 3. OHz), 8. 77 (IH, d, J 
= 2. IHz), 10. 92 (IH, s), 12. 09 (IH, s). 

^!j 1 6 8 : 5 — :7-n^-N- (2, 5 - ^ b ^ :7 -2-l::Kndriy 
-O'XT^ K 6 7) 

HX^ : 3 9 . 7 % 

^H-NMR (DMSO-dg) :6 3. 72 (3H, s), 3. 84(3 H, s), 
6. 66 (IH, ddd, J = 9. 0, 3. 0, 0. 6Hz), 6. 99-7. 0 
3 (2H, m), 7. 58 ( 1 H, ddd, J = 9. 0, 2. 7, 0. 6Hz), 
8. 10 (IH, dd, J = 2. 4, 0. 6Hz), 8. 12 (IH, d, J = 3. 
OHz), 10. 87 (IH, s), 12. 08 ( 1 H, s). 

1 6 9 : 5 -7"n^-N- (3, 5 -iP ?i h ^i^y -2-t:Kn^iy 
-<^XT^ K Ut^mWr^l 6 8) 
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: 4 0 . 3 % 
mp 2 0 7-2 0 9^:. 

^H-NMR (DMS O- de):^ 3. 75 (6H, s), 6. 30-6. 32 
(IH, m), 6. 9 4-6. 9 7 ( 3 H, m), 7. 57 (IH, dd, J = 8. 
7, 2. 4Hz), 8. 04 ( 1 H, d, J = 2. 4Hz), 10. 32 ( 1 H, 
s), 11. 7 8 (IH, s). 

^01 7 0 : ( 3 -T-fe^/V^ - 2 - I: =3E^i/-<>'X 

T 5 K 16 9) 

M^^i: b-C. 5 - ^ n n 1MJ ^/i/^, RU3 - T^^/l-T :^]) l^^m^^^XMl 

mzm : 8 0 . 0 % 

^H-NMR (DMSO - de):^ 2. 60 (3H, s), 7. 03 (IH, d, 
J = 9. OHz), 7. 49 (IH, dd, J = 9. 0, 3. OHz), 7. 54 
(IH, t, J = 8. IHz), 7. 76 (IH, dq, J = 7. 8, 0. 9Hz), 
7. 96-8. 00 (2H, m), 8. 30 (IH, t, J = l. 8Hz), 10. 

5 6 (1 H, s), 11. 7 5 (IH, s). 

^Jl 7 1 : 5- {[(5 -y^n^- 2-t: Kn^v^) -O-i/^/k] T^y} 
^/um i^y^/Ua^::^y^/U 7 0) 

: 7 4 . 1 % 
mp 254-256 °C. 

^H-NMR (DMSO-de) :6 3. 92(6 H, s), 6. 9 7(1H, 
d, J = 9. OHz), 7. 6 0 (IH, dd, J = 9. 0, 2. 4Hz), 8. 

06 (IH, d, J = 2. 4Hz), 8. 2 4-8. 2 5 ( 1 H, m) , 8. 62 
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(2H, m), 10. 71 (IH, s), 11. 57 ( 1 H, s). 

-^Il 1 7 2 : N- { 4 - [3 - (2, 3 --^i^ n n :7^c^/V) 1/^ K] 7^ 

^/l^} - 2 - fc Kn =3f :y-<>-XT ^ K iit^'-^^-^ 17 1) 

IS^TC :Maybr i dge%fc 

:RDR 01434 

^0173 :N- {2, [(1, l-v?^^/V) ^^/V] :7 3^::^/V} -2- 

t Kn ^i/- 5 - 7^ 5^/V-<:/XT 5 K 17 3) 

J|X^ : 6 1 . 1 % 

'H-NMR (DMSO-dg) :6 1. 27 (9H, s), 1. 33 (9H, s), 
2. 28 (3H, s), 6. 89 ( 1 H, d, J = 8. IHz), 7. 24 ( 1 H, 
d, J = 2. IHz), 7. 27 (IH, d, J = 2. IHz), 7. 32 ( 1 H, 
d, J = 2. 4Hz), 7. 37 ( 1 H, d, J = 8. 4Hz), 7. 88 ( 1 H, 
d, J = l. 5Hz), 10. 15 (IH, s), 11. 98 ( 1 H, br s). 

^i|174: 2-T-feb^iy-N- {3, 5-}^:^ [(l, oz^/v] 
ya:^=L/v} - 5-i:7nn^i/XT5: K ({k-g^^;*-^ 1 7 4) 
M^N-^bT. N- {3, 5-if;^ [(1, 1-i^^^/v) oz^/v] y=^=^/v} - 

JlX^ : 6 6 . 1 % 

^H-NMR (CDCl3):6 1. 34 (18 H, s), 2. 36 (3H, s), 
7. 12 (IH, d, J = 8. 4Hz),7. 25 ( 1 H, d, J = l. 5Hz), 
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7. 44 (2H, d, J = l. 2Hz), 7. 47 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 7. 87 (IH, d, J = 2. 4Hz), 7. 98 ( 1 H, s). 

1 7 5 : N- { 3 , 5 - }fy^ [( 1 , 1 - ^/l^) oz^^/V] :7 - 2 - 

t K n =35^i^- 5-::^h n-O-XT ^ K ('fb'a-^#-i- 17 5) 

M^irbT. 5-^ bni^y ^/Vgt. ^U«3, 5 - tf ;^ [(1, l-i^^^^/V) 

HX^ : 4 6.. 7% 

^H-NMR (CDCl3):6 1. 37 (18 H, s), 7. 13 (IH, d, 
J = 9. 3Hz), 7. 32 (IH, t, J = l. 8Hz), 7. 46 ( 2 H, d, 
J = l. 8Hz), 8. 07 (IH, s), 8. 33 ( 1 H, dd, J = 9. 3, 
2. IHz), 8. 59 (IH, d, J = 2. 4Hz), 13. 14 ( 1 H, s). 

Fill 76 :N- {3, 5-lf;^ [(1, 1 -i^^ ^/V) - 2 - 

t Kc3 =¥v^- 5 -7^ ^/v-<:/XT ^ K (lb'a-^#-i- 17 6) 

mPktL-X^ 5 - ^ y ^153, 5-t';^ [(1, l-v?7«^/V) 

^^/V] T^y ^'^ffiV^T^lll 6 i:|^#<D^^^^m\ ^®{l:^i^^#^Co 
HX^ : 1 6 . 3 % 

^H-NMR (CDCl3):6 1. 35 (18 H, s), 2. 35 (3H, s), 
6. 94 (IH, d, H=8. 4Hz), 7. 2 3-7. 2 8 ( 2 H, m), 7. 
31 (IH, s), 7. 42 (IH, d, J = l. 8Hz), 7. 88 ( 1 H, s), 
1 1 . 8 6 (IH, s). 

1 7 7 : N- { 3 , 5 - tf;^ [( 1 , 1 --i?^ oz^/V] :7 - 2 - 

t Kn:35-V-5-7f b^^V-O-XT^ K ({b-a-^^*-^ 1 7 7) 
M|i|-i!bT. 5-^ b=3ri/i^y ^/V^. &t>'3, 5-tf;^[(l, 1 - v^^ ^/V) 
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: 1 2 . 7 % 

^H-NMR (DMSO-de): 5 3. 56 (3H, s), 7. 01 ( 1 H, d, 
J = 9. OHz), 7. 11 (IH, dd, J = 9. 0, 3. OHz), 7. 52 
-7. 56 (2H, m), 7. 83 ( 1 H, d, J = 8. IHz), 8. 95 (1 
H, d, J = l. 5Hz), 11. 29 (IH, s), 11. 63 (1 H, s). 

^!|1 7 8 : 2-Tir h ^iX- 5 -i^ n n -N- [5- (1, 
;v- 2 b ^^yy ^^/v] ^^XT ^ K (^t^^^-^ 17 8) 

M3|sfi bX. 5-i^nn-N- [5- (1, l-i^^f^/V) ^^/V-2-^h 

ffiv^TM9 6 i:[^#<Dmf^^m\ mmit^m^mco 

J|X^ : 8 7 . 5 % 

^H-NMR (CDCla):^ 1. 35 (9H, s), 2. 37 (3H, s), 
3. 91 (3H, s), 6. 86 ( 1 H, d, J = 8. 7Hz),7. 12 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 1 3 ( 1 H, d, J = 9. OHz), 7. 
47 (IH, dd, J = 9. 0, 2. 4Hz), 8. 02 ( 1 H, d, J=2. 7 
Hz), 8. 66 (IH, d, J = 2. 4Hz), 8. 93 ( 1 H, s). 

Ml 7 9 : N- [5- (1, l-i;^^^/V) ^^/V- 2 -p^ b =3r->7 - 
2 - t K n 5 - 5^/V-<^XT ^ K (it^i^m-^ 17 8) 

j^JjSI-i: bT. 5-pf^/Vf-y RXJ^5- (1, l-i/p^^/V) ^5=-/^- 

2-^ h^r^/T^y ^^fflVNTMl 6 i:Il^(D^f^^fTV\ ^M{b^i^^#fCo 
IR^ : 8 4 . 7 % 

^H-NMR (CDCl3):6 1. 35 (9H, s), 2. 34 (3H, s), 
3. 93 (3H, s), 6. 86 ( 1 H, d, J = 8. 7Hz), 6. 93 ( 1 H, 
d, J = 8. 4Hz), 7. 12 (IH, dd,J=8. 7, 2. 4Hz), 7. 2 
4 (IH, d d, J = 8. 4, 1. 8Hz), 7. 27 ( 1 H, br s), 8. 
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48 (IH, d,J=2. 4Hz), 8. 61 (IH, brs), 11. 95 (IH, 
s). 

^!|18 0 : 5 -:/n^- 2 - t: Kn^i>'-N- (9^T /V- 2 --f /V) ^^-X 
K 8 O) 

-.12. 0 % 

mp 2 1 2X: (dec.) . 
^H-NMR (DMSO-dg) : 8 6. 94 (IH, brd, J = 8. OHz), 
7. 25 (IH, brd, J = 3. 2Hz), 7. 56 ( 2 H, m), 8. 05 (1 
H, d, J = 2. 8Hz). 

^!ll 8 1 : 5-7'n^-N- {4- [(1, l-v>^7^9^/V) ^^^y'^/v— 
2 — T/W -2-1:: Kn^rS^^^-XT^ K 8 6) 

(1) 2-T^/-4- [(1, l-v?^^/V) ^^/V] ^T)/— /V 
l-:/n^-3, 3-i>p{g^/l^-2-:7^i5?y (5. 03g, 28. Immo 

1 )> ^;^!i7l/T (2. 3 5 g, 3 0. 9mmo 1 )^ m^Jry—yk (3 OmL) (D 

bi5^^7>r- (--=^^i^^' : i^m^^/v=2 : 1-^1 : 1) xmn^^xumit^m 

(Dn^^^^ (3. 9 9g, 9 0. 9%) ^#fCo 

'H-NMR (CDC 1 3) : 6 1.2 6 (9H, s), 4. 9 6 (2H, b r s), 
6. 0 9 (IH, s). 

(2) 2-T-fe h=3rv/- 5 -yn^-N- {4- [(l, 1 - v^p^ 
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MMh LT. 2-T-fe b^Srv— 5 -:/n^^,&#^^:S:T>*2 -T ^ / - 4 -[( 1 , 
HX^ : 5 9 . 4 % 

^H-NMR (CDCls):^ 1. 31 (9H, s), 2. 44 (3H, s), 
6. 60 (IH, s), 7. 13 (IH, d, J=8. 4Hz), 7. 68 ( 1 H, 
d d, J = 8. 7, 2. 4Hz), 8. 17 (IH, d, J = 2. 4Hz), 9. 
7 2 (1 H, b r s). 

(3) {4 - [(1, l->?p«^/V) oz^/k] /v-2- 

/V} - 2 - 1 Kn :3r v'^^'XT ^ K 

2 -Tir 5 -:7^n^-N- {4- [(1, \--y:^f';v) 

y^V— 2 --f/P} -<>'XT 5 K ( 1 0 0 . Img, 0. 2 5mmo 1 ) h 
^fc Kn:7^>' (3mL) ^d^/S^b, l^^i^mWlry Y ^) (O. 2ml) ^ 

{[i^i|^(De#.©5j? (7 0. Img, 7 8. 9 %) ^#fCo 

^H-NMR (DMSO-dg) :5 1- 30 (9H, s), 6. 80 (IH, b 
r s), 6. 95 (IH, brs), 7. 57 ( 1 H, brs), 8. 06 ( 1 H, 
d, J = 2. 4Hz), 11. 82 (IH, brs), 13. 27 (IH, brs). 

#!ll8 2 : 5-:/n^-N- {5-7'n^-4- [(1, ^^/k] 
^ry*— /V- 2— T/V} -2-t: Kt3:35-->-<>'XT^ K ('fb'a'#»##l 8 1) 
(1) 2-T-fe b=arix-5->^n^-N- {5-:/n^-4- [(1, 1-^;^^^ 
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h^-y- {4 - [(1, l-v?7«^/V) ^^/V] ^5 

i$^y^—/U-2-4M^>y<T^}f(0. 20g, 0. 5 0 mm o 1 ) ^T-fe h 
b y/l^ (1 OmL) t^^t;d^b. N -:7^n 5; K ( 9 7 . 9mg, 0. 

5 5mmo 1) ^M^. m^x' immmwvfco ^sU^m^u&Mmi^. #e> 

(2) 5->^n^-N- {5->^a^-4- [(1, l-i^p^^/V) az^/v] 
y*— /I— 2 — T/W - 2 - fc Kn ^s?- v-^i/XT 5 K 

mUtl^Xs 2-T-fe h^v-- 5 -:/n^-N- {5-:/o^-4- [(1, 1 
-v^p^^/V) ^^/l^] ^Ti/— /V- 2— Y/V} ^^XT5: K^ffiV^T#!l2 (2) 

ilX^ : 9 0 . 9 % ( 2 XfS) 

'H-NMR (DMSO-dg) : d 1. 42 (9H, s), 6. 99 (IH, d, 
J^8. 7Hz), 7. 61 (IH, dd. J = 8. 7, 2. 7Hz), 8. 02 
(IH, d, J = 2. 4Hz), 11. 79 (IH, brs), 12. 00 (1 H, 
b r s). 

1 8 3 : 5-:/n^-N- [5-:/n^-4- ( bU 7 /V;^ n p{ ^/V) 
— /V-2 — f/^] -2-t Kndr->-^>'XT^ K ({b^i^*^ 1 8 2) 

^#fc (2-T5:y-5-7^n^-4- (b V y ^ ^/i^) =^TV—;V: J. 
Heterocycl. Chem., 1991, 28, 1017. #:fi^)o 
JDl^ : 2 2 . 4 % 
mp 2 1 St: (d e c.) . 
^H-NMR (DMSO-de) : 6 7. 00 ( 1 H, d, J = 8. 8Hz), 
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7. 61 (IH, dd, J = 8. 8, 2. 8Hz), 7. 97 (IH, d, J = 2. 
4H z). 

-^J 1 8 4 : 5 -i^ n n-N- { 5 - v^T/ - 4 - [( 1 , 1 -v^^^/V) 
^Ti/— /V- 2 -^/V) -2-1: Kn :3f;^^i/XT ^ K 

t:V<Cn^/VT-fe h:=^by/l-(l. OOg, 7. 9 9 mm o 1) ^mMit^m (1 
5mL) lc^^:0^b. N--7*n^;:^i5'5/W ^ K (1 . 42g, 7. 9 9 mm o 1 ) 

W*bT#^tbfc?«^i/y ;57>^Vv^ a-^ f^^^^:7^— (n— ^^f-:/ : 

5^/v=4 : 1) x-mm\^xmmit^^(DMn^:t-( d. 43 g, 8 7. 9%) 

^H-NMR (CDCla):^ 1. 33 (9H, s), 5. 10 (IH, s). 

(2) 2-T5y-5-VT/- {4- [(1, 1-i^^^/l^) ^^/V] 'f'T-/— 
;v 

T^!J18 1 (1) i:l^#0^f^^^TV\ lIMIk-^^l^^fCo 
iDt^ : 6 6 . 3 % 

^H-NMR (CDC 1 3) : 6 1.4 1 (9H, s), 5. 3 2 (2H, s). 

(3) 5-;i^on-N- {5-iXT/-4- [(1, l-i^^5^/V) ^f^/V-] 
/l^— 2 -'f/V} — 2 — t Kn drix^^^XT ^ K 

bX. 5->:7nni^y ^/^l?,^t>'2-T^ y-5-iXT/-{4-[(l, 

: 6 3 . 4 % 
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^H-NMR (DMSO-dg) : 8 1. 43 (9H, s), 7, 06 (IH, d, 
J = 8. 7Hz), 7. 51 (IH, dd, J = 8. 7, 3. OHz), 7. 85 
(IH, d, J = 2. 7Hz), 12. 31 (2H, br). 

^!ll 8 5 : 5-:/n^-N- {5-->Ty-4- [(1, 1 -v>^^/V) oz^/k] 

/V- 2 — f /V} - 2 - t K n ^i/^:/XT ^ K Wli'^^/*^ 18 4) 
mmt UT. 5-:/n^f-y ^71/^,^152 -T 5: y-5-i/Ty-{ 4 -[(1, 

JjX^ : 6 1 . 3 % 

^H-NMR (DMSO-dg) :6 1. 43 (9H, s), 7. 00 (IH, d, 
J = 8. 7Hz), 7. 62 (IH, dd, J = 8. 7, 2. 7Hz), 7. 97 
(IH, d, J = 2. 7Hz), 11. 75 (IH, br), 12. 43 ( 1 H, 
b r ). 

^Ill 8 6 : 5->^'n^-2 — t Kn^p-iy-N- ( 5 /V- 2 — ^ 
;V) -<>'XT^ K ({k-a-i^*-^ 1 8 5) 

mMt\^X. 5-7'n^i^y ^/V^, :S:tJ^2-T^/-5-p{5=-/l^^Ty'-/V 



: 1 2 . 9 % 

^H-NMR (DMSO-dg) :6 2. 33 (3H, s), 6. 91(1H, d, 
J = 7. 6Hz), 7. 26 (IH, s), 7. 54 ( 1 H, d, J = 9. 6Hz), 
8.0 3 (IH, d, J = 2. 8Hz). 

#!I1 8 7 : 5-7*n^-N- (4, 5 - v?^ ^/V^T 2 -^/V) -2- 

t Kn^v/-<:/XT$ K ({l^^#)#-^l 8 7) 
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ItX^ : 1 4 . 4 % 

^H-NMR (DMSO - dg): 5 2. 18 (3H, s), 2. 22 (3H, s), 

6. 89 (IH, d, J = 8. 8Hz), 7. 51 ( 1 H, d, J=6. 8Hz), 
8. 02 (IH, d, J = 2. 8Hz), 13. 23 ( 1 H, brs). 

-^ill 8 8 : 5-:/n^-N- ( 5 - p< ^/V- 4 - :7 j:^7V^T y'wV'- 2 — f/V) 
- 2 - t: Kn :3e^ v'-O'XT ^ K Ut^m^-^ 18 8) 

:=i/V9^Ty— /l^MV^T^lll 6 ill^^cD^j^^^TVN, ^M^b-^-^/ ^#fc (2-T 
^ y - 5 -y ^/V-4-73i:=^/V^Ti/— /V :Yakugaku Zasshi, 
1961, 81, 1456. #M)o 
IR^ : 2 7 . 7 % 
mp 243-244^0. 

^H-NMR (CD3OD) : 6 2.4 7 (3H, s), 6.9 2 (IH, d, J 
= 8. 7Hz), 7. 36-7. 41 ( 1 H, m) , 7. 44-7. 5 0 ( 2 H, 
m), 7. 53 (IH, dd, J = 9. O, 2. 7Hz), 7. 57-7. 61 (2 
H, m) , 8 . 16 ( 1 H, d , J = 2 . 7 H z ) . 

M 1 8 9 : 5 — :/n^-N— [4—^^/1^-5- (4 — :7/^;^n :7rc^/U) 
/V- 2 /V] - 2 - 1 K n :3r iX^^-XT 5: K iit^^m-^ 18 9) 
iEJN-^ bT. (4-7/l'::e-a:7^^/V) T-fe: h ^^^ffiV^TM 1 8 4 (1) ~ (3) 

iiX^ : 2 8 . 8 % ( 3 Xg) 

(1) a->^n^- (4-:7/V;rn7^:=^/l^) T-feb^^ 
^H-NMR (CDCl 3):5 2. 33 (3H, s), 5. 41 (IH, s), 

7. 07 (2H, t, J = 8. 7Hz), 7. 43 ( 2 H, dd, J = 8. 7, 5. 
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1 H z). 

(2) 2 -T^ / -4-7^^/1-- 5 - {4-y/>:tn-7=!^=^/]^) ^T^/^iV 
^H-NMR (CDCla):^ 2. 27 (3H, s), 4. 88 (2H, s), 
7. 07 (2H, t, J = 8. 7Hz), 7. 32 ( 2 H, d d , J = 8. 7, 5. 
4H z). 

(3) 5-:/n^-N- [4-;?<^/V-5- (4 :7rn^/V) =^TV^— 
/V-2--Y/l^] -2-t Kn^rv'^^'XT^ K 

'H-NMR (DMSO-dg) :6 2. 36 (3H, s), 6. 95 (IH, d, 
J = 8. 4Hz), 7. 33 (2H, t, J = 8. 7Hz), 7. 52-7. 59 

(3H, m), 8. 06 ( 1 H, d, J = 3. GHz), 12. 01-13. 65 

(2H, b r). 

1 9 0 : 5 — y'^n^-N- { 4-^^/1^- 5 — [3 - (by :7/V;rn pi ^/V) 
19 0) 

l^^^^bT. 3- ( by :7/W;^npJ^/V) :7 3^::^/^T-fe ^^^^ffiV^-C'^!J 1 8 4 

(1) ~ (3) ^^ffi'Tb-a-ii^^^i^Co 

It5l^ : 3 9 . 8 % ( 3 X^) 

(1) a-^n^-S- ( b y 7/V;^n^^/V) y z:^=^;VT-^V^^ 
'H-NMR (CDClg):^ 2. 38 (3H, s), 5. 43 (IH, s), 
7. 52 (IH, t, J = 7. 8Hz), 7. 61-7. 66 (2H, m), 7. 
6 9-7. 7 0 (IH, m). 

(2) 2 -T5: 7-4-7^9^/1^-5- [3- ( b y :7/V::^n p« ^/P) 7^^::^/^] 

^H-NMR (CDCl 3):6 2. 32 (3H, s), 4. 95 (2H, s), 
7. 4 6-7. 5 6 (3H, m), 7. 59-7. 61 ( 1 H, m). 

(3) 5-:/n^-N- {4-7^^/1^-5- [3- {V^) V fV^n y zl. 
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'H-NMR (DMSO-de): 8 2. 40 ( 3 H, s), 6. 97 ( 1 H, d, 
J = 8. 7Hz), 7. 59 (IH, dd, J = 8. 7, 2. 4Hz), 7. 71 
-7. 84 (4H, m), (2H, m) , 8. 06 ( 1 H, d, J = 2. 4Hz), 
12. 09 (IH, br), 12. 91-13. 63 ( 1 H, br). 

^i|19 1 : 5-:/n^-N- {4- [(l, l-v^p^^/V) J^^/W] -5-:3^^/V 

^ry— /v-2--r/v} -2-t Kn^e^-o-xr^ k (^t^i^^-^i 9 1) 

UT. 2, 2-v^7{^/V-3— >'^ffiV^T^Jl 8 4 (1) ~ (3) 

ll^m : 1 7 . 0 % ( 3 X?S) 

(2) 2-T^y-4- [(1, l-v?p{^/V) - 5 -n^^/V^Ty^— /V 
^H-NMR (CDCl3):6 1. 21 (3H, t, J = 7. 5Hz), 1. 3 
2 (9H, s), 2. 79 (2H, q, J = 7. 5Hz), 4. 63 (2H, br 
s). 

(3) 5-:7~n^-N- {4- [(1, l-v^T^f^/V) o^^/l^] - 5 -:n^^/V^T 
y — /W- 2 --f 71^} - 2 - t K n v'^^/XT 5 K 

^H-NMR (CDC 1 : S 1. 32 (3H, t, J = 7. 5Hz), 1. 4 
1 (9H, s), 2. 88 (2H, q, J = 7. 5Hz), 6. 84 ( 1 H, d, 
J = 9. OHz), 7. 44 (IH, dd, J = 8. 7, 2. 4Hz), 8. 05 
(IH, d, J = 2. 7Hz), 11. 46 (2H, br). 

M 1 9 2 : 5 -:7'n^-N- (4 5 - :7 :nir^/V^Ty;— /V- 2 ---r/l^) 

-2-t Kndf-ix^^XT5: K (^fb-^-^^S^ 1 9 2) 

r^/v^Ti/-/^^ffiv^Tf!ll 6 ^iii^(D^'f'^^m\ mm\\:.-^mm%f^o 

: 1 7 . 4 % 
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mp 224-225 1:. 

^H-NMR (DMSO-de) : 8 1. 24 (3H, t, J = 7. 6Hz), 
2. 70 (2H, q, J = 7. 6Hz), 6. 95 ( 1 H, brd, J = 7. 6 
Hz), 7. 3 9-7. 4 2 ( 1 H, m), 7. 45-7. 51 (4H, m), 7. 
56 (IH, brd, J = 8. OHz), 8. 06 ( 1 H, d, J = 2. 8Hz), 
11.98(1H, brs). 

^11193 : 5-:/n^-N— (4 5 n^fn ti'/U^T 2 — 

-r/V) -2-t Kn:3f^y^vXT5: K ^^-^-##-^1 9 3) 

WMtx^x. y7°i3 tvv<>- ^>'^ffiv^-cM 1 8 4 (i) ~ (3) t 

JtX^ : 4 . 4 % ( 3 X@) 

(2) 2-T^y-4 -oz^/V- 5 - a 7°t3 tVV^T y'— /l- 

'H-NMR (CDCla):^ 1. 23 (6H, d, J = 6. 6Hz), 3. 0 
5 (IH, m), 4. 94 (2H, s), 7. 28-7. 41 (5H, m). 

(3) (4-:3^^/l^-5--rn:/nlf/l-^Ty— /V-2--</V) 

— 2 — t Kc2 drix-^i/XT 5: K 

'H-NMR (DMSO-de) : d 1. 26 (6H, d, J = 6. OHz), 3. 
15 (IH, m), 6. 98 (IH, brs), 7. 4 3-7. 5 3 (5H, m), 
7. 59 (IH, brs), 8. 08 (lH,.d, J = 2. 7Hz), 11. 90 
(IH, brd), 13. 33 ( 1 H, brd). 

mi 94: 5-7*n^-N- (4 5 -:7ai=/l^^Ty*— /V- 2 -^/W 

- 2 - t K n ^iX^i/XT 5: K i^t^ll^^-^ 19 4) 

mntl^X, l-7ai-/V-2-^:3fify ^-^ffiVNT^ill 8 4 (1) ~ (3) 

: 5 2 . 6 % ( 3 XfM) 
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(1) a 1 — /V- 2 

^H-NMR (CDCl 3):6 0. 85 (3H, t, J = 7. 2Hz), 1. 1 
9-1. 32 (2H, m), 1, 5 0- 1. 6 0 ( 2 H, m) , 2. 59 ( 2 H, 
t d, J = 7. 5, 3. 9Hz), 5. 44 ( 1 H, s), 7. 3 4-7. 4 5 (5 
H, m). 

(2) 2-T^ y-4-:7"^/l^-5 -^znr^/V^T^— /V 

'H-NMR (CDCI3, 6) : 0. 89 ( 3 H, t, J = 7. 5Hz), 1. 2 
8-1. 41 (2H, m), 1. 61-1. 71 (2H, m), 2. 56-2. 6 

1 (2H, m), 4. 87 (2H, s), 7. 2 5-7. 40 (5H, m). 

(3) 5 -yu^-N- (4-y^/U-5-'7a^=^/\^^Ty—/\^-2-4/^) - 

2 — t Kd^^/^^-XT^ K 

'H-NMR (DMSO-dg) : d 0. 85 (3H, t, J = 7. 2Hz), 1. 
2 3-1. 3 5 (2H, m), 1. 5 9- 1. 6 9 (2H, m), 2. 70 ( 2 H, 
t, J = 7. 2Hz), 6. 96 (IH, d, J = 6. 9Hz), 7. 39-7. 
59 (6H, m), 8. 07 (IH, d, J = 2. 4Hz), 11. 93 ( 1 H, 
br), 13. 18 — 13. 59 (IH, br). 



M 1 9 5 : 5 n n-N- {4 - (1 , 1 -i;^^ ^/V) 5 - [( 2 , 2 

^ K (>fb^4^#^l 9 5) 
(1) oi, — -f^^V"d/<xi4f^:^'^^^ 

■j^tV^n^/V-pt iJ^^' (1 . OOg, 5. 4 2mmo 1 ) ^EHi^'fb^^ (1 Om 
L) \zMt^\^. N-yn^y^^iyl^4 5: K (9 6 5. 8mg, 5. 4 2mmo 1 ) 

^l^XmiM^t^mcD^^W^e (1. 4 2g, quant) ^#fCo 

^H-NMR (CDCI3, 8) : 1. 27 (18 H, s), 5. 67 (IH, s). 
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(2) 2-T^y-4- [(1, -5- [(2, 2--J^ 

Q!-^-~n^i;'tV<Cn^/lxp{ (1 . 4 2 g), l/T (4 5 1 . 8mg), 

:^ 7 -/W ( 1 5 m L) ^ 2 ^K;flP|^51^ U fCo ^^S^-^-^ ^ 

IS?p^m7K*^by \>-iN7K^^^(e:^tt> g^^^^/vr-ttaufco Wa^^^k. IS 

m^'^m^t {i^^uu^^ly/^e^-^^^) UT^M^b-a-ii^COefe^Hl (1. 2 3 
g, 9 4. 5%) ^#fCo 

^H-NMR (CDClg, 26 (9H, s), 1. 29 (9H, s), 

5. 0 3 (2H, s). 

(3) 5-:5^nn-N- {4- (1, I-v^t^^/V) oz^/V- 5 - [(2, 2-v^ 
;^^/^) :7°n t";^— /v-] ^ry^—zv- 2-^/1/} - 2 - t Kn^v-^^^XT^ K 

5 -7^~n^iMJ ^/V^(0. 2 0 g, 0. 9 2inmo l),2-T5:y-4-[(l, 
^^/V] -5 - [(2, 2-v?y^/V) 7°nf:^=^/V] ^Ti/— /V 
(221. 5mg, 0. 92 mm o 1 ) . y>'(40- 1. 0. 46 mm o 

1), ^nu^y^ly (5mL) 05^-^-^^ 3 ^MSaliJ^ b:^Co ^^^^m^^m^W. 

a^^/V= 2:1) T'»i^ L-C^®'fb-a'J^(D (96. 2 m g , 23. 8 %) 

'H-NMR (CDC 1 g) : 6 1. 3 3 ( 9 H, s), 1. 3 5 (9H, s), 

6. 94 (IH, d, J = 8, 7Hz), 7. 55 (IH, dd, J = 8. 7, 2. 

IHz), 7. 85 (IH, d, J = 2. IHz), 10. 51 ( 2 H, br). 

^!|1 9 6 : 5 -:/n^-N- {4- (1, 1 - i>y ^/V) 5 - [( 2 , 2 

-v'y^/V) :7°ci t°:;e-c=^/V] ^T-y— ^v_2 — f/v} - 2- t Kn:3r->^:/XT 
5 K (ih-^^^-^ 19 6) 
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195 (3) tmm(Dmff^n\^\ mmit^m^m^o 

: 2 3 . 8 % 

^H-NMR (CDCl3):6 1. 33 (9H, s), 1. 35 (9H, s), 

6. 94 (IH, d, J = 8, 7Hz), 7. 55 ( 1 H, dd, J = 8. 7, 2. 

IHz), 7. 85 (IH, d, J = 2. IHz), 10. 51 ( 2 H, br). 

^!ll 9 7 : 2- (5-:7'n^- 2-t /l^) T^7-4- [(1, 

9 7) 

m^tl^X. tV^n-f/Vg^m :3^^/V^>^7^/^^ffiV^T^Ill 9 5 (1) ~ (3) 

IR^ : 4 5 . 7 % ( 3 Hm 

(1) a-:;^n^-tV-?n^/V@^^ az^/Vaz;;!.^^/^ 

^H-NMR (CDCla):^ 1. 28 (9H, s), 1. 29 (3H, t, J 
= 7. 2Hz), 4. 26 (2H, q, J = 7. 2Hz), 5. 24 ( 1 H, s). 

(2) 2-T^y-4- [(1, l-i;'p{^/v) Ji^^/v] ^T:/—/u-5-:fy/v:^ 

^H-NMR (CDClg, 6):1. 32 (3H, t, J = 7. 2Hz), 1. 4 
3 (9H, s), 4. 24 (2H, q, J = 7. 2Hz), 5. 18 (2H, s). 

(3) 2- (5-7'n^- 2-t Kn^iy^^'^xt'/V) y-4- [(1, 1- 

'H-NMR (DMSO - de) :6 1. 30 (3H, t, J = 7. 2Hz), 1. 
44 (9H, s), 4. 27 ( 2 H, q, J = 6. 9Hz), 7. 00 ( 1 H, d, 
J = 8. 7Hz), 7. 63 (IH, dd, J = 8. 7, 2. 7Hz), 8. 02 
(IH, d, J = 2. 4Hz), 11. 80 (IH, br), 12. 12 ( 1 H, 
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b r ). 

mi 9 8 : 5-:7^n^-N- [4- (1, 1--J:^^;V) ^^/l/- 5 - y 
y ^ry—;v- 2-y( ;v] -2-t Yvi^-^^-^XT^ K Ub-B-^*-^! 9 8) 

(1) 2-T^y-5-:7'n^-4 - [(1, o^^/V] ^xy— /V 
2-T5:7-4- [(1, 1 -i^^^/V) oz^/v] ^T^— /KO. 8 7g, 5. 

6mmo 1) ^m^it^m (9mL) N-:/n^;^ -^--T ^ K (1. 

OOg, 5. 6mmol) ^M^. ^^§.1? 1 B#M^#bfCo Sl^;^-a-#J(-^=¥1^ 

#?0^mi>5|5 (1. 2 3g, 9 3. 7%) ^#fCo 

^H-NMR (CDCl3):6 1. 39 (9H, s), 4. 81 (2H, brs). 

(2) 2-T$y-4- [(1, 1 --^^^/w) ^^/i^] -5-fc°^y v^/^ry 

7-5-7*n^-4 - [(1,1 -i^^T^^/V) ^T^— /V (0. 

1 0 g, 0. 4 2inmo 1 ). t°-<y v^^ (0. lmL)s y A ( 0 . 2 

Og). T-feb^by/V(4mL) cO?l-a'#l^3NFrm1;!]P|^5ti5lbfCo S^&^-a-^^^ 

y "^AT-^^Ufcm. |^J±©*b-C#btLfc?»^v^y;^^Vl-:i^n-x' h:^^^^ 
:7^— (n-^^1^^ : i^^:x:^/^= 2 : 1) "CffiM LT^Mib^^OM-feJ^^H 

(80. 7 m g , 79. 3 %) ^#fc:o 
^H-NMR (CDClg):^ 1. 32 (9H, s), l. 64 (4H, t, J 
= 5. 7Hz), 1. 71-1. 77 (2H, m), 2. 35 (2H, brs), 2. 
99 (2H, brs), 4. 68 (2H, s). 

(3) 2 -Tir h^i/- 5 -7''n^-N- [4- (1, l-i^p^^/l-) ^^/V- 
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T/V=f>'#ig^T> 2-r±h^->-5->^n^^M^mm (J. Med. Cehm. 31, 
861-874 1996) 0 0 . 3 m g , 0. 3 5 mm o 1). ^T^^— /I/ ( 8 0 . 7m g, 

0. 34mmol), (0. ImL). THF (3mL) (Dm^'^i'l^^ 
Z^mtVl-' (4 6/i 1, 0. 5 0mmo 1) ^M^. ^ifi-C 2 B#r^$i#bfCo K 

'fk-a-i^Ofe^^i^ (8 4. 3m g) tr#fCo 

(4) 5-:7"'t3^-N- [4- (1, 1-S;5;^^^^) 5 _ i^y^ 

T /V- 2 — i fV] - 2 - 1 Kn :3{^ i/^^'XT 5: K 

2-T-fe h^i/-5-:/n^-N- [4- (1, l-v^;'^^/V) oz^/V- 5 - 
t:°-^y v^y^ry— /V- 2 — f/V] ^^XT5: K iM.^'^m, 8 4. 3mg) tr 
ai>5?/wv (SmL) XZ^m^X^. 2.m^i^W,\L^Y^)-^J>^W^ (0. ImL) ^ 

4:1) -e*tMUT^M>fb'^i^(D (54. Img, 36. 3%; 

2Xa) ^#fCo 

^H-NMR (CDC 1 3) : 6 1 . 4 1 (9H, s), 1 . 5 6 (2H, b r s ), 

1. 6 7-1. 74 (4H, m), 2. 79 (4H, brs), 6. 85 ( 1 H, 
d, J = 9. OHz), 7. 45 (IH, dd, J = 9. 0, 2. 4Hz), 8. 
06 (IH, d, J = 2. 4Hz), 11. 70 (2H, br). 

Ml 9 9 : 5-yci^ — N- [4- (1, 1— i^p^^/V) oz^/i^- 5 -^/Vjjs y 
y /l^- 2--i;V\ - 2 - t K n i/-<>-XT ^5 K 19 9) 
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m^t\^x. ^/v:^v >^m\^^xmi 9 8 (2)~(4) tmm(Dm¥^n\'\ 

Hi^m : 1 7 . 1 % 

(2) 2-T^y-4 - [(1, -s-^/VTjNi; /^ry^ 

^H-NMR (CDCl3):6 1. 33 (9H, s), 2. 76 (4H, brs), 
3. 79 (4H, brs), 4. 66 (2H, s). 

(3) 2-T± [4- (1, l-i^p^^/V) o^^/l^- 
5 -^/U:^ V y 5^Ty— /V- 2 --f/V] ^^-XT ^ K 

(4) 5-7^^n^-N- [4- (1, 5 -^/V:^ ]} / f- 
T -/—;v— 2—^/1^1 - 2 — t Kn ^iy^vXT ^ K 

^H-NMR (CDCl3):6 1. 24 (9H, s), 2. 89 (4H, dd, 
J = 4. 8, 4. 2Hz), 3. 83 (4H, dd, J = 4. 5, 4. 2Hz), 
6. 89 (IH, d, J = 9. OHz), 7. 49 ( 1 H, d d, J = 9. 0, 2. 
4Hz), 7. 98 (IH, d, J = 2. IHz), 11. 20 (2H, br). 

^112 0 0 : — N- [4- (1, 1— v^^^/V) az^^/v- 5 - (4-7« 

^/Vf^^v'^'- 1 — f/U) =}-TV^}V- 2 — T/V] - 2 - t Kn^i^^vXT 
^ K 0 0) 

M^|£l-^bT. 4-^^/Vt°-<^i^>'^ffiVN-C#!Il 9 8 (2) ~ (4) tmm(D 

llRm : 6 . 9 % 

(2) 2-T^y-4- (1, (4-p^^/Hi°^^ 

^H-NMR (DMSO-de) :6 1. 25(9H, s), 2. 12(2H, b 
rs), 2. 19 (3H, s), 2. 57 (2H, brs), 2. 72 (4H, br 
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s), 6. 5 1 (2H, s). 

(3) 2-T-fe b=3rv'-N- [4- (1, (4-^ 

(4) 5-:/n^-N- [4- (1, — 5- (4-7^^/1^ 
t;? V- /I/- 2 /V] - 2 - 1 K n :3r iy^^y^T ^ K 

'H-NMR (CD3OD) : 6 1.4 1 ( 9 H, s), 2. 5 5 ( 3 H, s), 

2. 87 (4H, brs), 3. 03 (4H, brs), 6. 88 (IH, d, J 
= 8. 7Hz), 7. 49 (IH, dd, J = 8. 7, 2. 7Hz), 8. 11 (1 
H, d, J = 2. 7Hz). 

-0^(12 0 1 : 5 N- [4- (1, l-v?p?^/V) 01:^/^-5- (4-7 

1 { ;v) 2-4 /V] — 2-t Kndf^iX^^^X'" 

K m^mm^2 O 1) 
HJiSh^bT. 4-7^::^/^t*■-<^i^>'^^V^T#ill 9 8 (2) ~ (4)^111)^ 

HZ^ : 6 . 9 % 

(2) 2-T^y-4- (1, 1-i^^^/V) 3^^/V-5- (4 

^H-NMR (CDClg):^ 1. 34 (9H, s), 2. 80 (2H, brs), 

3. 03 (4H, brs). 3. 55 (2H, brs), 4. 69 ( 2 H, s), 6. 
88 (IH, t t, J = 7. 2, 1. 2Hz), 6. 95 (2H, dd, J=9. 
0, 1. 2Hz), 7. 28 (2H, dd, J = 8. 7, 7. 2Hz). 

(3) 2-T-fe h^v'- 5 -7^n^-N- [4- (1, l-v^p^^/V) 

5- (4-7;n::^/vt°^^::?^- 1 -^/v) 'f-T^/—;v-2 — T/v] ^::/XT^ 
K 

m^^il^ (D ^ ^ RRj^r> V ^ fCo 
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(4) 5 -y^U^-N- [4- (1, l-v^^^/V) (4-7^::^ 
/Vf^^i^'- 1 -^/V) ^ry— /V- 2 -^/V] -2-t Kn^rv-^^XT^ 
K 

^H— NMR (DMSO-de) : 8 1.3 9 (9H, s), 2.9 7 (4H, s), 
3. 30 (4H, s), 6. 82 ( 1 H, t, J = 7. 5Hz), 6. 97 (2H, 
brs), 6. 99 (2H, t, J = 7. 5Hz), 7. 58 ( 1 H, brs), 8. 
05 (IH, d, J = 2. 4Hz), 11. 69 ( 1 H, brs), 11. 82 (1 

H, brs). 

M2 0 2 : ( 4 — 7 ^c=^/V^T /V- 2 — f/W) -2 — tK 

n drix-< VXT ^ K 2 0 2) 

/^^fflV^Tf!ll 9 5 (3) ^liI#<D^ft^m\ ^M{b##)^#fCo • 

liX^ : 1 6 . 0 % 

mp 2 3 9°C (d e c). 

^H-NMR (DMSO-de): 8 7. 0 2 ( 1 H, d, J = 8. 4Hz), 
7. 34 (IH, t, J = 7. 6Hz), 7. 44 (2H, t, J = 7. 6Hz), 
7. 62 (IH, dd, J = 8. 4, 2. 8Hz), 7. 67 ( 1 H, s), 7. 
92 (2H, d, J = 7. 2Hz), 8. 08 ( 1 H, d, J = 2. 8Hz), 1 

I. 88 (IH, brs), 12. 05 ( 1 H, brs). 

0U2 0 3 : {2- [(5-:/n^-2-t Kn ^a^ix^^^/^/v) -4-7 

5 -4 M ({b-a-^i^^-^ 2 0 3 ) 

(1) {2- C(5-yn^-2-t Kndr;y^>'yV/^) T5:y] -4-:7;n::^ 

/V-5-i^^ p^^/^a::;:^7"/l^^ffiV^T^!l 1 9 5 (3) i;lHl^<D^^t^^TV^, 
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: 3 2 . 1 % 
mp 288. 5-229. 5°C. 

^H-NMR (DMSO-dg) :6 3. 66 (3H, s), 3. 95 (2H, s), 

6. 99 (IH, d, J = 8. OHz), 7. 42 ( 1 H, d, J = 6. OHz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m), 

8. 07 (IH, d, J = 2. 4Hz), 11. 85 (IH, brs), 11. 9 
8 (1 H, brs). 

(2) {2- [(5 2 - 1 Kd^^ri/^^-yV/W) T^:/] -4-7:nc::i 

2-[ (5-7*n^-2-t Kn:3ri/^>':/^/V) T ^ /] - 4 -7ai::^/V^T 
/l^- 5 -g^ft (7 5ing, 0. 1 7 mm o 1 ) — 

/V- (5mL) fJl^^b, 2M^ykmi[:^hV (0. 5mL, 1 mm o 1 ) ^ 

^vNT-^?aT?i 2NF^mi^bfco Kl^;:^l-a-i^^2^^^tm^^:^>^tT@^^ 

y '^AT^IIiMbfc^. ^$l^?^JEg*b:^Co #b;^Lfc?«^n -^i^^-g^^ 

:i:^/V-C-;!jPi^Jl^Tt-M^?5fe#UT^S>fli'a-ii^O^^e^5^r0(5 6mg, 7 7. 

3%) ^ntco 

mp 284-286 °C. 

^H-NMR (DMSO-dg) :6 3. 84 (2 H, s), 6. 98(1H, 
d, J = 8. 8Hz), 7. 42 ( 1 H, d, J = 6. 8Hz), 7. 49 (2H, 
t, J = 7. 6Hz), 7. 58-7. 61 (3H, m), 8. 07 (IH, d, 
J = 2. 8Hz), 12. 25 (H, brs). 

'0ni2O4 : 5-:/n^-N- (4, 5 -i^y 3z:=^/U^Ty—/l^— 2 -4 /U) -2 
-t Kn^i^-<i/XT^ K ('fb'a-i|^#-i-2 0 4) 
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T:/-/V^ffiVNT^lll 9 5 (3) mM\\L'^m^m^ (2- 

T 5 y - 4, b--J-7 :^=-?V^TV—iV :Nihon Kagaku Zassh 
i, 1962, 83, 209. #M)o 

: 2 5 . 9 % 
mp 2 6 2 — 2 6 3^3. 

'H-NMR (DMSO-de) :6 7. 02 (IH, d, J = 8. IHz), 
7. 34-7. 4 7 (lOH, m), 7. 63 ( 1 H, d, J = 6. 9Hz), 8. 
08 (IH, d, J = 2. 4Hz), 11. 88 (IH, brs), 12. 08 (1 
H, brs). 

M2 0 5 : 5-:7'n^-N- (4 — <:y^J;V- ^ zt-z^fV^T^^fV— 2. — i 
;V) -2-t Yu^-y^ly-Xr^ K (^b^W-^2 0 5) 

mMh\^X^ 5-7^i3^iM;^/v^, ^tJ«2-T5:y-4-^>'v?/l— 5-:7 
^-/v^T-jZ-Z^^ill 9 5 (3) i|II#©^f'^^m\ ^^ffl^fb-a-i^^^fc (2- 
T^/-4-^^i;?/l^-5-:7ai— /V^Ti/— /V : Ch em. P h a r m. B 
ull., 1962, 10, 376. 
lIZ^ : 2 8 . 1 % 
mp 198 — 200 °C. 

^H-NMR (DMS O- d g) : 6 4. 0 8 (2 H, s ), 6 . 9 5 ( 1 H, 
d, J = 8. 8Hz), 7. 15-7. 22 (3H, m), 7. 30 (2H, t, 
J = 7. 6Hz), 7. 3 8-7. 4 3 ( 1 H, m), 7. 47 (4H, d, J = 
4. 4Hz), 7. 57 (IH, brd, J = 8. 8Hz), 8. 05 ( 1 H, d, 
J=2. 4Hz), 11. 98 (IH, brs). 

^!j2 0 6 : 5 ->^'n^-N- [5 4 - ( h y :7/i^;^n ^ ^/v) 5^7- 
y — /V- - 2 - t K n v^-^^Xr 5: K iAY.-^m^^ 2 0 6) 
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: 3 3 . 2 % 

mp 250t:(dec.). ^H-NMR (DMSO-dg) : 6 7.0 2 (1 
H, d, J = 8. 8Hz), 7. 51 (5H, s), 7. 63 ( 1 H, dd, J = 
8. 8, 2. 4Hz), 8. 02 ( 1 H. d, J = 2. 8Hz), 12. 38 (1 
H, b r s ) . 



^!j2 0 7 : 5-:/n^-N- [5 —T±'^/\^- 4 --7 zr.=-/P^T y^/l^- 2 -4 
)V\ - 2 - 1 Kn :3s^ v-^^i/XT 5: K Wb-a^^l^-^ 2 0 7) 
UP(h\^X. 1 -:7a.=-/i^- 1. 3->^'i5^>'i^;^>'^ffiVNT^!jl 9 5 (1) ~ 
(3) ^l^#(Z)^ft^a^v^, ;flM^l:^4^^#fco 
llZ^ : 8 . 9 % ( 3 

(1) 1 -T-oi::^/!^— 1, 3 - ^^^5^ ^^v?;^>' 
^H-NMR (CDC 1 3) : 5 2. 4 6 (3H, s ), 5. 6 2 (1 H, s ), 
7. 4 8-7. 5 4 (2H, m), 7. 64 ( 1 H, tt, J = 7. 5, 2. IH 
z), 7. 9 7-8. 0 1 (2H, m). 

(2) 2-T$y-5-Ti?^/V-4-7ai:=^/l-9^Ti^— /V 

^H-NMR (DMSO-de): 6 2. 18 ( 3 H, s), 7. 50-7. 55 
(2H, m), 7. 5 9 — 7. 6 8 ( 3 H, m), 8. 69 (2H, brs). 

(3) 5-:/n^-N- [5-T-fe9^/V-4-:7a.:=./V^Ty— /^-2--r/1^] 
-2 — t Kn^i/^^^XT5: K 

^H-NMR (DMSO-de): 6 2. 44 ( 3 H, s), 6. 99 ( 1 H, d, 
J = 9. OHz), 7. 55-7. 71 (4H, m), 7. 7 6- 7. 8 0 ( 2 H, 
m), 8. 01 (IH, d, J = 2. 4Hz), 12. 36 ( 2 H, br). 
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Fi|2 0 8 : 5-:fx2^-N- [ 5 -^^yV/l— 4 - ^aicr-Zl^^Ti^— /I— 2 - 
-r /l^] - 2 - 1: K n :3r i/-<:xXT 5: K (^t^mm^-^ 2 0 8) 

(1) ~ (3) tmm(Dmi'f^n\^\ mm^t^m^m^o 

IjX^ : 4 9 . 7 % 

(1) a-l/n^-l, 3 -e^:7ai^/l/- 1 , 3 -:7°n/-?>'e/;^V 
^H-NMR (CDClg, 6): 6. 55 (IH, s), 7. 45-7. 50 (4 
H, m), 7. 61 (2H, tt, J = 7. 2, 2. IHz), 7. 98-8. 0 
1 (4H, m). 

(2) 2-T5:y-5 -^^^ yv /i^- 4 - 7 :=.7W9^t y— /V 

^H-NMR (DMSO-de): 5 7. 04-7. 18 (5H, m), 7. 22 
-7. 32 (3H, m), 7. 3 5-7. 3 8 (2H, m), 8. 02 (2H, s). 

(3) 5-:/P^-N- [S-^^^yV/V— 4-7ai:=^/V5^Ty— yw- 2 --f /V] 
- 2 - t Kn ^-y^^^XT ^ K 

^H-NMR (DMSO-de): 6 7. 03 ( 1 H, d, J = 8. 7Hz), 7. 
17-7. 30 (5H, m), 7. 3 9-7. 4 7 ( 3 H, m) , 7. 57-7. 
60 (2H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 8. 05 
(IH, d, J = 2. 4Hz), 11. 82 (IH, brs), 12. 35 (1 H, 
b r s). 

^!l209 : 2- (5-i^nv2-2-\i Kn =¥-:x^>^yV/V) T5:y-4-7ai=- 
/W^^ry— /I— 5 :x.=^;Ua:.y(.y^/i. 0 9) 

J^J^^bT. 5 - n n iMJ 5^/^-^, 2 - T ^ 7 - 4 - y :=./V^T y— 

/V- 5 ^^^/^^J^T^/l^^ffiV^T^H] 1 9 5 (3) IHItO^f^^^T 

JDl^ : 6 9 . 4 % 

^H-NMR (DMSO-de) 1- 22 (3H, t, J = 7. 5Hz), 4. 
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21 (2H, q, J = 7. 5Hz), 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 
4 3-7. 4 7 (3H, m) , 7. 53 (IH, d d , J = 8. 7, 2. 4Hz), 
7. 7 0- 7. 7 4 (2H, m), 7. 92 ( 1 H, d, J = 3. OHz), 11. 
88 (IH, br), 12. 29 ( 1 H, brs). 

-0^)210:2- (5— :/n^-2-t Kn:3fiX-^>'yV/V) T 3: 7 - 4 - :7 mc:^ 
/W9^Ty'— /k- S-^Jj/WJj^^^-^ (^l::-a-^#-^2 1 0) 

JiX^ : 2 8 . 6 % 

mp 1 9 7-1 9 9'C. 

^H-NMR (DMS O - de):^ 1. 21 (3H, t, J = 6. 8Hz), 
4. 20 (2H, q, J = 6. 8Hz), 7. 01 ( 1 H, d, J = 8. 8Hz), 
7. 4 3-7. 4 8 (3H, m), 7. 63 ( 1 H, dd, J = 8. 8, 2. 4 
Hz), 7. 70-7. 72 (2H, m), 8. 04 (IH, d, J = 2. 4Hz), 
12. 33 (IH, brs). 

#i|211:2- (5->^^n^-2-t Kn=3riy^:/yV/V) T 3: 7 - 4 - (-O' 
•^2 1 1) 

I^3^irbT. -<:<i5'77V:^^-<>'y-r/^@^^^ffiV^TMl 9 5 (1) ~ (3) 
HZ^ : 4 0 . 0 % (3 



280 



wo 02/49632 PCT/JPOl/11084 

^H-NMR (CDCl3):6 1. 23 (3H, t, J = 7. 2Hz), 4. 2 
1 (2H, q, J = 7. 2Hz), 5. 41 (2H, s). 

(3) 2- (5-:7'n^— 2-t: Kn^v^^^yV/l^) T 5: 7 - 4 - (^^^^5^:7 
/l/;;^- n :7 a: ^ T y — /l^- 5 - /VxJ^^ l^W. =^f-)V 

^H-NMR (DMSO - d6):6 1. 20 (3H, t, J = 7. 2Hz), 2. 
51 (2H, q, J = 7. 2Hz), 7. 02 ( 1 H, d , J = 8. 7Hz), 7. 
64 (IH, dd, J = 8. 7, 2. 7Hz), 7. 90 ( 1 H, d, J = 3. 0 
Hz), 11. 92 (IH, br), 12. 58 ( 1 H, br). 

^!J2 1 2 : [2- (5 -:7'n^- 2-t: Kn ^ix^^y^ /Ix) 7- 5; y - 4 _ 

-a^i^#-f-2 1 2) 

(1) 2- (5 2 - t Kn^v^-<i/yV/v) T^y-4- (--^^^iJ^y 

2- (5-::/n^- 2 - t Kn=3r^>^i/yV/V) T 5: / - 4 - (^^'iJ' ^/V;^ 
ny^i^/v) ^ry^— /V- 5 -;^7/^/1f^^ ^^/v^;^^/^^^v^Tf!l 8 2 i IH 

(2) [2- (5->^^n^-2-t Kn^^x^>^yV/V) y-4- 

2- (5-:/n^- 2 - 1 Knaf-v-^i/y^^/V) -j^J-A- {■^^^^•77Vir 
n:7ai=./V) ^Ty*— /l^- 5-;^7/^x}^^>^M (0. 2 0g, 0. 4 8mmol)>p« 
^/l^T $ >^ . 4 0 %p« y —}\^W^ (0. 2ml). 1-fcKn ^^f- iX^^-y V^)T 
71^ zKfP^ (96. 7mg, 0. 72 mm oD^WSC-HCl (137. 
2m g, 0. 7 2mmo 1 )^ •X hy t Kn^y (1 5mL) 
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1:2) t?)^^U ^^^nit {i>^nxi:^^l^/n-^^-^ly) X^XWM^t^mo:) 
U-m^M (8 7. 9mg, 42. 6%) ^#fCo 

^H-NMR (DMSO-de): 6 2. 7 0 ( 3 H, d, J = 4. 5Hz), 7. 

0. 2 (IH, d, J = 9. OHz), 7. 4 0-7. 4 8 ( 3 H, m), 7. 63 
(IH, dd, J = 9. 0, 2. 4Hz), 7. 68-7. 71 (2H, m), 8. 

06 (IH, d, J = 2. 4Hz), 8. 16 ( 1 H, t, J=4. 5Hz), 1 

1. 88 (IH, br), 12. 15 (IH, brs). 

^i|2 1 3 : [2- (5-7'n^-2-t: Yn^^^^^yy^^ ;V) T 5: 7 - 4 - 
^m^^ 2 13) 

M^Pch UT^ 2 - (5 -:/n^- 2 - t K n ^ yV /V) T$ 7-4 - (-< 

7K^^s*^v^T^J2 1 2 (2) hmm<Dm^^n\'\ mm^\:.^mm%fz.o 

iDl^ : 6 2 . 5 % 

^H-NMR (DMSO-de) :6 1. 05 (3H, t, J = 6. 9Hz), 3. 
15-3. 24 (2H, m), 7. 02 ( 1 H, d, J = 8. 7Hz), 7. 40 
-7. 47(3H, m), 7. 63 (IH, dd, J = 8. 7, 3. OHz), 7. 
6 9-7. 7 2 (2H, m), 8. 06 ( 1 H, d, J = 2. 4Hz), 8. 20 
(IH, t, J = 5. 4Hz), 11. 84 (IH, br), 12. 14 ( 1 H, 
brs). 

14 : [2 - (5-:/n^-2-t Kn ^-y^l^V^^ /l^) T 5 7 - 4 - (-<>^ 
/V) ^ry— /V— 5 — ^/v] — N— ^ y :/n tVi^:;&/^jJ?^i^^ 

WMt LT. 2- (5-y'n^-2-t Yxi^^^^^^y^^ ;V) T^y-4- (-< 
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^fflV^-C^J2 12 (2) i|^^<7)^|^^^TV\ ;^m>fli^i^^#fCo 
: 2 3 . 9 % 

^H— NMR (DMSO-dg) :6 1. 07 (6H, d. J = 6. 3Hz), 4. 
02 (IH, m), 7. 02 ( 1 H, d, J = 9. OHz), 7. 40-7. 52 

(3H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 7. 69-7. 
73 (2H, m), 8. 06 ( 1 H, d, J = 2. 7Hz), 11. 89 ( 1 H, 
br), 12. 14 (IH, brs). 

{^||2 1 5 : [2- (5-7^n^-2-t: K n :3f ^ yV /V) T 5: 7 - 4 - 

y/^;^n :7ai=./W) ^ry^/W- 5 — ^/l^] — N— (2— ;;(7/^4^^ 

=3ri^^ K (>fB^#J#-^2 1 5) 
J^3|S1.^ LT. 2- (5-yn^-2-t Kn :3ri/^:/y^ /V) T5/-4 - 

^^^v^T^J2 1 2.hwm(ow^^fs^'^. mm\Y.-^m^mz.o 

: 6 2 . 2 % 

^H-NMR (DMSO-dg): 6 2. 7 8 (2H, t, J = 7. 5Hz), 3. 
43 (2H, q, J = 7. 5Hz), 7. 02 ( 1 H, d, J = 9. OHz), 7. 
19-7. 24 (3H, m). 7. 2 7-7. 3 3 ( 2 H, m), 7. 39-7. 
41 (3H, m), 7. 61-7. 65 ( 3 H, jtn) , 8. 06 ( 1 H, d, J = 
2. 4Hz), 8. 25 (IH, t, J = 6. OHz), 11. 85 ( 1 H, br 
s ), 12. 15 (1 H, brs). 

M2 1 6 : 2 - (5 2 - t: Kn ^^r ^ yV /l^) T^y-4- (hi; 

1 6) 

Jl^^^UT. 5-:/^^i^y ^/l^M, XI>^2 -T5: y-4 - (hy:7/V;^n7( 
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jjT^^ : 8 8 . 7 % 

^H-NMR (DMSO-de) :6 1. 32 (3H, t, J = 7. 2Hz), 4. 
33 (2H, q, J = 7. 2Hz), 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 
63 (IH, dd, J = 8. 7, 2. 7Hz), 7. 98 ( 1 H, d, J = 2. 4 
Hz), 12. 64 (IH, br). 

Fi|2 1 7 : 2-T-k h :3riy- 5 n n -N- {4- (1, l-t^p«^/l-) 
/l^-S- [(2, 2-i^7<^/V) :/n t:° 7W] ^T^^— /^-2 — f/W} -<i/XT 
^ K 

M3^^h UT. 5-i{^nn-N- {4 - (1, 1 --J^:^^}V) o^^/v- 5 - [(2, 

2--:^p«5^/V) ^nt°;r— /V] =f-Ty'—}V- 2-^ M - 2 - 1 Kn v^^^^X 

ICI^ : 6 5 . 3 % 

^H-NMR (CDCl3):6 1. 32 (9H, s), 1. 33 (9H, s),2. 
46 (3H, s), 7. 22 (IH, d, J = 8. 4Hz), 7. 56 ( 1 H, d 
d, J = 8. 7, 2. 4Hz), 8. 05 ( 1 H, d, J = 2. 7Hz), 9. 8 
2 (1 H, b r s). 

^i|2 1 8 : 2- C(4-t Kn:35-;Xe7ai:=./W - 3 7-4- 

J^J^i UT. 4- t Kn^v-tf^a^^/l^- 3 -:j&7V-J^V^&t)«2 -T 3: 7 - 4 
-7ai^/^^Ty— /k-5— J^&Zl'Xj^^:/^ ^^/^^;:^•7^7^^ffiV^T^'!ll 9 5(3) 

i:ltiac»mf^^fTVN. (4-t Ko=3re/tf:7ai:=.7i/-3-:;?7/k 

Jj^^^^ : T e t r a h e d r o n, 1997, 53, 11437. #fig)o 
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: 6 1 . 7 % 
mp207-208°C. 

^H-NMR (DMS O - d e) : 8 1. 23 (3H, t, J=7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 7. 16 ( 1 H, d , J = 8. 7Hz), 7. 
36 (IH, t, J = 7. 5Hz), 7. 4 5-7. 5 0 (5H, m), 7. 69 
-7. 76 (4H, m), 7. 85 ( 1 H, dd, J = 8. 7, 2. 4Hz), 8. 
31 (IH, d, J = 2. 4Hz), 11. 73 ( 1 H, brs), 12. 60 (1 
H, brs). 

^!J2 1 9 : 2 - [(4 ' - :7/W;^n - 4 - t Kn =¥i/t:":7 —3 -;57/l/4^^=. 
2 19) 

i^5|Sl-^UT. (4' -7/V;^D-4- t Kn:3r->lf /!/) -3-;(7/VaK^^ 

^t>^2 - T5: y - 4 — 7^c=.7k^Ti/— 71^- 5 0^5^/1/0^^ 7k ^ 

ffiv^T^[|l 9 5 (3) kmm(Dmi'^^n\^\ mm^b^s^^mti (w -y;v:^n 

- A — \i Vxi-^iy}fy ^c=.;V) - 3 : T e t r a h e d r o n, 1 
997, 53, 11437. #M)o 

: 6 2 . 7 % 
mp 2 3 7-2 3 8*0. 

^H-NMR (DMSO-dg) : 5 1. 22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 13 ( 1 H, d, J = 8. 4Hz), 

7. 28 (2H, t, J = 8. 8Hz), 7. 44-7. 45 (3H, m), 7. 
71-7. 75 (4H, m), 7. 81 ( 1 H, dd, J = 8. 8, 2. 4Hz), 

8. 27 (IH, d, J = 2. 4Hz), 11. 67 ( 1 H, brs), 12. 5 
8 (1 H, b r s). 

#!j2 2 0 : 2- [(2', 4' - v':7/k:^P — 4 - t: Kn^v-tr:7ai^7W) — 3 — 
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iAYs^mm^^ 2 0) 

WMhX^X^ (2', 4' — v^:7yk;^n-4-t: Kn^v^lf :7rc:=./i/) -3-;^ 

>^T/i^^fflvNTFai 9 5 (3) hnn(om^^rs\^. mm\L'hm^%fz.o 

iljr^ : 4 5 . 6 % 

mp 206-207 °C. 

^H-NMR (DMSO-dfi) : 5 1.22 (3H, t, J = 7. 2Hz), 
4. 22 (2H, a, J = 7, 2Hz), 7. 17 ( 1 H, d , J = 9. OHz), 
7. 21 (IH, td, J = 8. 7, 2. 4Hz), 7. 38 ( 1 H, ddd, J 
= 11. 7, 9. 3, 2. 4Hz), 7. 44-7. 46 (3H, m), 7. 6 
0-7. 75 (4H, m), 8. 13-8. 14 ( 1 H, m), 11. 86 ( 1 H, 
brs), 12. 46 (IH, brs). 

^1122 1: 2- {[4-t Kn^^X-4' - . ( h y ^/W^Tn p« ^/l^) \fy a:,=.]iV\ 

^■T.'TJV 2 1) 

(1) [4' - ( M; -4-\i ]fn^iy\fy:x.:=^/u2 -3-;>&/V 

5 -y^n^-^V ^/^M (5 0 0 mg, 2. 30 mm o 1 ) , t Kn ^ v^- 4 
-(h y :7/V':^np<5^/]x):7ai:::^/V'/J?^ix (4 8 8mg, 2. 5 7mmol).@^M 
/N'^t^l^A (1 Omg, 0. 0 4 Ommo 1 ) RXJ^IM h V ^ J>^ (7mL) 

:fy^J^^u-^h^^9:7^— in -^i^-^ : @^^^^/l-= 5 : 1) i?ft^UTM 
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-^mi^ (5 6 3mg) ^#fCo /—/V (lOmL) \^mM\^. 

yKm^l^-r h V ^ (3mL) ^^;!JPL.. i«feV^-C6 0°CT?1 ^W^^UfCc R}^>m 

'ftS-a^i^oe^/fel (4 5 8mg, 70. 4%) Sr#fCo 
mp 1 8 5X: (dec.) . 

^H-NMR (DMSO-dfi) :5 7. 09 (IH, d, J = 8. 8Hz), 7. 

77 (2H, d, J = 8. OHz), 7. 85 ( 2 H, d, J = 8. OHz), 7. 
90 (IH, dd, J = 8. 8, 2. OHz), 8. 10 (IH, d, J = 2. 4 
Hz), 11. 8 0 (b r s ). 

(2) 2- {[4 - t Kn:3riy- 4 ' - ( h y :7/k:^n p< 9^/V) tf:7a:^/k] -3 

W<P(h\^X. [4' - ( h y ^/V^^npJ^^/V) -4- t Fn:3r->tf7ai=/^] - 
3 -;^/i-4^V^:s.0 2 -T 5: y - A--7 zz,=^;v^r^/—jv~ ^-io/va^-iy^ ^ 

^7]^a^;:^^/V^^VNT^nil 9 5 (3) hW^COW^^n^i^. WMW^^m-^m-Co 

il5t^ : 4 1 . 7 % 

mp236-237°C. 

^H-NMR (DMSO-dfi): 6 1. 22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 18 ( 1 H, d, J=8. 8Hz), 
7. 4 4-7. 4 5'(3H, m) , 7. 7 2-7. 74 (2H, m), 7. 81 (2 
H, d, J = 8. 4Hz), 7. 91 (IH, dd, J = 8. 8, 2. 4Hz), 
7 . 9 3 ( 2 H, d , J =8. 4H z ) , 8 . 3 6 (IH, d , J =2. 4H z ) , 11. 

78 (IH, brs), 12. 62 ( 1 H, brs). 
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^!|222 : 2- [2-t: Ko :3r v-- 5 - ( 1 - y /l^) ^^yV/l^] T ^ / - 

4 — :7ai=/p^Ty*— /i^- 5-;^/w:?J?:^^ ^^/v^:^-7"/v('fb'n-^#-^2 2 2) 
1^3^^ LT. 2-t Kn:3rv-- 5- RX^2-r^ 

J — A. — 'y oL^iv^^T ^ --^ jv^^yW. ^9^/w^;^7^/w^.^v^T^J 1 9 

5 (3) iP1t<Dmf^^^fv\ ^M^fb-^tJ^^fco 

: 5 5 . 0 % 

^H-NMR (DMSO-dg) :6 1. 22 (3H, t, J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 6. 26 ( 2 H, t, J = 2.,lHz), 7. 
13 (IH, d, J = 8. 7Hz). 7. 32 ( 2 H, t, J = 2. IHz), 7. 
4 3- 7. 4 7 (3H, m), 7. 7 0- 7. 7 5 ( 3 H, m), 8. 09 ( 1 H, 
d, J = 2. 7Hz), 11. 58 (IH, brs), 12. 55 (IH, brs). 

m2 2 3 : 2- [2 - 1 Kn^iX- 5 - (2-9^3^^/V) ^^y'^/V] T^y- 
4-7 ai::^/U'^Ty'— /W- 5 ^^/V^;^y^/W(^b'8-i^#-^ 2 2 3) 
( 1 ) 2 - t Kn :35^^y- 5 - (2 
5-:/n^iM;^/H?(5 0 Omg, 2. 3 0 mm o 1 ) ^ ^ 1 , 2-i:^;^h^ 

•:7 4l^) ^<^i^^J^(8 0mg, 0. 0 7 mm o 1 ) ^^;tJP. 1 0 

UfCo ^V^■T?^;?t Kn^^x- 2 -^3i:^/P/jt^^>'(3 2 4mg, 2. 5 3 mm o 

1 ) 1 M mm-r h y a ( 7 m d ^» u 2 Btp^wpmiiM l fco Rjt^m-a-^ 
^^u^x-^m^^2m^m.m^hii-fmm^'^^i-x-mm i^tco m^^'f-zi^m^^s 

^i^>': @^^:3i^/l-=5 : 1) Xmm\^Xn^mm2 ? 7mg)^#fcio rtb^ 
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:^ ^-t?^H^ff UT^ISjb-^tJ© e^Jg^ ( 5 8 m g , 11. 5 %) ^#fCo 
^H-NMR (DMS O- d e) : S 6. 9 5 ( 1 H, d , J = 8. 8Hz), 7. 0 
9(1H, dd, J = 4. 8, 3. 6Hz), 7. 3 7 ( 1 H, dd, J=4. 0, 1. 
2Hz), 7. 45(1H, dd, J=5. 2, 1. 2Hz), 7. 74(1H, dd, 
J = 8. 8, 2. 8Hz), 7. 96(1 H, d, J = 2. 8Hz). 

(2) 2- [2-t Kn^i/-5- (2-^^::^/^) -<i/^y^/H T^y-4- 

Ig^tbT. 2-t: Kn:3ri/-5- (2-^3^::^7W RX:^2-T^ 
y - 4 — :7a:::^/V^Ty*— /I'- 5 -;57/V/j^'>'^ J:^/ka^;^■7'/^^^V^T'0'!| 1 9 

5 (3) tmm(Dmi'f^n\^\ mmit^m^m^o 

: 5 8 . 2 % 
mp 213-214 °C. 

'H-NMR(DMSO- d s) : 5 1. 2 2 ( 3 H, t, J = 7. 2Hz9, 4. 2 
1(2H, q, J = 7. 2Hz), 7. 1 0 ( 1 H, d, J = 9. 2Hz), 7. 12(1 
H, dd, J = 4. 8, 3. 6Hz), 7. 44-7. 46(4H, m) , 7. 50 
(IH, dd, J = 4. 8, 1. 2Hz), 7. 71-7. 74(2H, m) , 7. 7 
9(1H, dd, J = 8. 8, 2. 4Hz), 8. 2 1 ( 1 H, d, J = 2. 4Hz), 
11. 78(1H, brs), 12. 44(1H, brs). 

nmm •. n f - « b ^stt^bPi^sij^ 

NF - K B?St4'fbll.*f^ffl^ Hill fe<D::^?i(Hill C.S. , et al. , Cell, 73, 
395-406(1993)) ^##(31 UT^JfebfCo NF-bB It-a-fB^J (TGGGGACTTTCCGC) 

(Luc) (D-b^)ftfc|a;^ai^fc:/y :^ 5: K (pNFkB-Luc Reporter Plasmid : 
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STRATAGENE t±^) ^ h9 7 oi ^ a >'^^(Effectene, QIAGEN |±^) trffl V^ 
T t hfF^*5l$flBJiS* Hep G 2X^it h ^'g'^ * 5l5lfflJiS^H e L a ^31 
QIAGEN ii(Z>:/n h =i — /^fc:^^^V^ h ^ :7 rn. m^T. 6~24 ^^IJt^bfco -^e 
(^^> l^^'fb'a-i^(D#^£TXf*##^T-C> TN F - a (40 ng/ml) §r*Px.T 4 H# 

m) M.mt^mytm'^^^m. (SPECTRAFLUORPLUS. lECANliM) ^m^^^XWl^L-tc. 

^tioWmt^m lO/i g/ml :S.tj? lAig/ml #^iTt^*5{t5NF- k B?S14P£W^^ 
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